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(54) [f£0j£>£;&] If 7 i ;o tru ^ v7 >^2g# 



(57) [mm) (^IEW) 

TIB**; (i) T^^n^tr^yp [3, 4- 
O R 2 

r 2 r 3 \$c 2 ~ < r 4 ta~h 

p, ->7/, c, ~ s r;u 3 r 5 fctTfcssxw; 

c , - * r;u + ;u^^-t] 

±HE{t£r^te, i^^7/y>3' . 5' - 
'J /'^^Itltt^X^ viXt7 — fcf (cGMPf$M 

pde) o&tifr^m&mfcwmm-c$>z>. ffiotii 



1 

[mxmii tib^: (i) <D^m^tz\^<D^. *>l 

JE, firti&jfilJE, ^lIM^^, 7^P~ A® 

at i ] 




(I) 



7;u*;u£^b, r 1 - ha, yyy, c,., 7ju 

n^v, C ( = X ) N R * R 7 » NR* R 5 , (C 

h, ) . nr 10 c (=y) r", sfcfctc... 7;u*;u 

^TV ij;U*5«fc^l , 2, 4-hU7^'JJ^^I^^ 

7^*;U R 4 IJ**S^l/Tfe«fc<, 
R s «, *3!5*fc«C.., R f tt, * 

**fcttc,., 7;i/*;u£^u* r 7 a, 7$ 

■j-;uc,., 7)is*)u$:mv, r 1 *ift*fc«c 
,-i 7;w*ju*^l, R f tt. tKih, c,., y;u*;u, 

SO, R'\ CO, R'\ C (=NCN) SR"ifcH 
C (=NCN) NR n R M SSL, R'*tt, 7k5S*fctt 
C. 7)V^)U^^V. R"tt, — fS^±COAny>M 

^TBtftstiTtr^Tfecfc^c,., r fr^jizm-rfr* * 
7U-;uc,-< 7ju*;u, ^x-;i/, n 

R IS R"ifcttCHj N R 1 7 R' ' SgtA^ * (4 R ' 9 
*3cfc^R' ' # — «fC&oT - A (CH, ) n -££b, 
R !l tt, C. 7)V*)V* 7U-;^fcU7'J-JK 

7;p*;u£^tb, r'M*, jjc&Sfcttc,-, y;u* 
ju£^b, R"ti, tK^. c,.» 7ju*;u* 7U-;u£ 

x, *;u*u>ia, tf^^^>gi*fc«N-c,.i r;u 
7 * )l & ^ -r ^ > * fc tt R 1 * *5 ct R ' 5 & - m \Z U o 



2 ) tem^f 7-70128 

2 

T-A (CH, ) . R ,e te. tK^, C,., 7 

ru-ju, ru-^c, 7)V*)v. co, r 

"ifcKCH, CO, R"&^-r^, £fcttR ,§ ;feJ;tf 
fcr^7^>iR*»^L, R w tt* *#*fcttC,-, 7)V 

* fc tt R ' 1 * R 1 ' ttl rt*JIS£- b T ^ * j&igJSiiSC^ 

-C,-« 7)l>*)l>\£Ui?>m&J&f&L* Ate, CH, 
£fcf*C = 0£^b* mtt, OJfcfiUUl/, n 

^fet^R 7 ?)i75;5iti^f:(t XtiO^^bT'fo 

[»^^2] r 1 **c,-3 yjw+jus^^-r, 1 
[»*3S3j r 1 ^c, 7;u^jus«:S-r. it &m i 

20 [ift££4] R * ^^^J^T<£r^bT^0cD^^CO^> 

[19*3® 5] R 4 #NHCOR" C:TR"[^f 

;i/^-D^^;U) , NH, , NHSO, CH a , NHCO 
, CH, , NHCO, Et, NHCONHE t JfcllN 

HcsNHEt^it, it *js4 \zmm<DmM®.j&m<> 
[89*316] r 4 TiM^Ji/S^cfiy u-j^ii^nr 

30 r»/'j;naTfts, if i - 3 ©^rn^-^tciatt 

[W*3S7] TIBiS (I) w^^tf^^^tc-en^o 

[fb2] 



40 




(I) 



^>iu^^b, cin^ti. -fsu±oy y$jgfrajid 
nt^tt)j;<, r 1 a. r j tt, c 

T^^JU&^U, R 4 tt, - hn, y77, C,. ( 
7;i/3^y, C < = X ) NR* R 1 , NR' R s , (C 
H, ) . NR"C ( = Y) R'\ SfcttC, 7)U*)l 

50 ^7\/lNUi3«fcr* 1 . 2, 4-hU7 4 />j;^f>I^$ 



3 

y )\,*)l-C&Z>m&lZ\Z, R 4 (izK^I^LTfeck < , 

*$fctec, 7ju*;h£^l* r : a, 75 

u-;uc,.4 r;u*;i/**b, r 1 te, Tk^Sfctic 
... t;u^>ii/^^l, r' a, tK^, c. T)]s*)i* 

SO, R l \ CO: R l \ C (=NCN) S R ' 1 £ fz \Z 
C ( = NCN) NR"R M S*L. R ,0 fct, zk5*£fc(i 

c,.» x^ji^^l, R"te, —m£X±<D/\a¥>m 
fc«7U-Jk 7U— ;uc,-, t;u*jk ^xx;k n 

*3 J:tfR' ' # — ttfiCfcoT- A (CH, ) . -£r^L* 

r !I h, c,- t T)Vir)V, y u— ju^fctar u— ;wc 
.fcii7U-ji/C,., r;i/*;n£S-r*», sjfcttR' 'fcj; 

T, ^Jl^'J >SR, t^^^>SI!*fcttN-C,.* TJU 

7;u*;i/£^*ra>. *fcttR ,, *s ctc^R' '^-wtc^^ 

T — A ( C Hi ) . -Sr^L, R ls (i, tKSS, C, T 

7U-Jk 7'J-jk,., 7;u*;k co, r 

"SfctiCH, CO: R xl &mrf)K IttzteR 1 * 3$<kZS 
R" fn^^LT^SSsHigfi-^C^oT, * 

;u*u>3&, tr^^ >?>iRSfcttN- c, -4 y)v*r)i\z 

;U£3*b, R"J4, 7K^> C, 7)V*)\s* 7»J-;k 

tu-;pc,-4 7J^j^rdicoR ,! fc-g-ra*, 
,.4 y fr^frv^^itym&mj&i,. Ate, ch, 

2 £fctt3 ££1,, Xft SSfcttNH*^, £ tc 

<. Ytt, o*fctts fc^-ra*, fc^ci, r' a*c,-, 
r s **7K***-r»^*ctt, r 
'IJ-hoifcliNH, fc^TCififctO 
[§1*1118] R' a«C, 7;U + ^S*^-r, gf^^7 

[is^«93 r 1 we* rjp*;us£3t-*\ m^m7 
[ss^^io] r 4 ^iif^^ixioro^f©^ 

im^mii) R * ^NHCOR" <S4>, R"H^^ 
Jl/^-D/^JU) , N H 1 . NHSO: CH, , NHCO 



3 ) #H?7 - 7 0 1 2 8 

4 

, CH, , NHCO, Et, NHCONHE tS^^N 

hc s nhe t m#m 1 0 \ztzm<Dit^m. 
[»*«i2] r 4 &tir u -j^ii^n 

th5^i-;h, =?y */u frm&fzt* 1 , 2, 4-h 

3] TIBxC (la) ©<t£#rfc5tf fc£J13* 

10 [ft; 3] 



o 




(±SBa£ + . r 1 ttc.., r;i/*;u£^b, r 4 \*nh 

20 COR" (R"ti^^;U, p-7i^D7i-jk 2- 

^x-;us^ti h u y )i*u , nhso ; ch 

', , NHCO: CH, , NHCO: Et, NHCONH 
Et. NHCSNHEt, $> Z> ^ fi ^ ^ ^ S T U - 

1 , 2 , 4-h'j7 > /u ;u^^^-r) 

y-5-7th75F7x^Jb) -1, 5-yh HPt! 
7 l /D C3 f 4~cU tfU5>^>-4-^->, 

;u-3-^^;u-6- [2-^p^y-5 - (4-* 

30 2-?yW )V) 7xZJH -1, 5-ytFD 

fcf^^/n (3, 4 - d 3 t!'J ^ v>- 4 - t>, 1-x 
-3-^^)1 -6 - [ 2 -:/D#*'>- 5 - (2- 
4 -^-T*/'J JU) 7i-JH -1, 5-ytF 
Utf^^/n C 3 , 4-d]fcf'J^> ? >-4-^->, 1 - 
X^JU- 3 - 6 - C 2 - 5 - (2 

- (3-fc?'J~>*;W) - 4 -^TV/'J;P) ^xx;U) - 
1, 5-ytHDlf77D C 3 . 4 - d ) fc? U 5 x > - 
4 - ^ 1, 3-v^^;U-6- (2-7'P7l? + y- 

5- (2 4 -^r 7x-^] - 1 , 

40 S-ytFD^^^O [3, 4-d] hT'J^y>-4- 
1. 3 - y^^^JU - 6 - C2-^ r P#4 1 ^-5- 
(3-7iZJl/-l, 2 , 4-h'J7 i /-Jl'-5-'f 

;u) ^xx;u] -1, 5 - K n tf^r/o C3, 4- 
d) eu^/>-4-t>, 1, 3-^^^;u-6- 

)l) -1, 5--/tFDli77n (3, 4-d] t!U5 

y? > - 4 - ^ > , Tie^tc^^^^tccff^^n^^-n^ 
[«s*3i 15] ^ < 1 > (Ditftwu t>z£\z*nt><Dm., 

50 ^cfctK^^fa^ (#J*_tf7Kfn^) . (5^ (I) R' 



5 

\t* C.-i T)V^r)V, 2, 2, 2-h'J7Jl/^PXf^ 

1 C t . ( TJU^JU^b, R 4 ~KD, S/T 

y , C , - , 7 WO * v . C ( = X ) N R 1 R 7 . N R ' 
R, . (CH, ) . NR"C ( = Y) R'\ £ fc tt C 
,-4 7;U*JU^£*tf3:7 U -^STBSIStLT^TfeJ; 
V*^7V"J 1 . 2, 4 - h'jryjj^iL, 

r s a, TKssssfcfctc,-, 7;i^;u£^b, R' te. * 

SfcSfcliC,-, 7;U*;U£3Eb, R 7 tt, 73: 

y, tFD + yjk c, 7;u*;u> r.u-JU£fctt7 

U-J1/C.-4 7;U*JU£^b* R' tt, 7K^^^:(4C 

,-• y r* c, r)v^r)i, 

SO: R", CO: R", C ( = NCN) SR M *fcli 
C (=NCN) NR"R M S«L, R ,B te, *3i£fcti 

j ?-tfiaifesnT^Tfcj;^c... 7;u*jn£^-rj&>, * 

R'^'^fcttCH, NR"R ,, *^t^, £fcteR ls 
fii^R'^-ttCftot-A (CH 2 ) . -£^b* 
R w (4, C,., T^ + ;U, T U — JUSfcttT U -JUC 

,-4 7>o-*;u£^b, r' 1 ^ *#*fcfctc,-, 7;u* 

fcli7U-jK,. 4 T^^JU&^-T*^ StHR"*«t 
R 1 4 rt^ft 5#i|g^bT^*£*IiC^.£— IfcK&o 

=^JHf^7 v>SR*^J«b» R ,s te* 7K**/S:ttC,., 

T - A (CH: ) . -&^b. R !, tt, C, 7 

7'j-Jk 7'j-iK,., co, r 

"IfcliCH, CO: R^SS-T*^ %.fc\*R li $>&Zt 

r'j-;uc,-4 7J^ji/*fcticoR ,! &&-r*>, 

JA R 1 7 is J: R 1 s tl £ rt**S^ b T U £ £ 31 JM^ £ - 

,., T)\s*)\,\*'<7i;>m£mffc\s* ch, s& 

teC = 0£^b. mti* OifclilS^l/, ntt, 1, 
2*fctt3£^L, Xfi, SSfcttNHS^, £> & 
^teR 7 XliO£^bT*>£ 

7;U*JU£^b, R s 7^7K3SI*^-r«^tc:tt, R 

[as$£ i 6 ] m$tm 7 tciBife^^ ( i ) <n\tsm. £ 

rcte^<D&*> b< (i^I^^0Mi§tet^oT, 
(A) R 1 ^hDjfcliC,., 7JH3 *~>£^T{fc-& 
TIEsS (II) <D\\L^m : 

[it 4 3 



4 ) 7-70128 
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<±B5S*, R' , R : , R 1 £;<fctfR s fiWSilt 

7J^^yT^0, RliC fc^C ONHj 
10 £g!ffcb, 

(B) ^ (i) GMfc^tt&a (i) <o malts m\ziz» 
b, 

(C) R 4 *«JElStt(0&SM^SfcttS"C&5^ (I) 
<0{b^££Jfc£i*Tfiim(DR 4 l^^Al, 
ifiMS&ttjgM§&Stfffijlt(0re£ bt. (A) , 

(B) £fc\t (C) ©fgfcttOJgfiJc, Sfctt — OCOitt:^ 

[ 0 0 0 1 ] 

20 [%^cD#iF] *:^0^t4, -^Ohf^^n C3 t 4- 

3' . 5' U>il^aft*X*i?I^f7-tf 

.(cGMP^MPDE) \Ztt*?Z>, &l3fr-DM$l(toU 

mmm-v&z>¥^^n is. 4-d] t?ua^>-4- 

30 [ 0 0 0 2 ] 

0^(4, Ji&fifi!fCffl^^-5fc«>©iC (I) (Dit^WiteZZSlZ^: 

[{fc5 3 



40 




(I) 



+ ;us^b, cn6f4-fi^±o7 >v^i^^T©^$n 

T^Tt><fc<* r 1 te, y^ju^^b, R 1 tt, Ci., 

3 + ->, C(=X) NR' R T , N R 1 R' . (C 
H, ) . NR"C <=Y) R", SfcttC, T;U + JW 
50 S$fctt7 U-JH-efii^nT^Tfeit^X-Jk 



( 5 

7 

f 77 *))U&<kZf I , 2, 4-hU7^'j;i/75^IK$ 

r s «, 3jc3ft£fcttc,-, + r' tt. tK 

j&sfcttc. y)v^r)u^mh. r' 

U-;UC,-4 7JU*;U£^L, R g t*> *St*fcteC 
... 7J^JI/*Sl/, R' tt, **, C-, 7)l*)U, 
SO: R'\ CO: R l \ C (=NCN) SR"SfcH: 10 
C ( = NCN) NR ,3 R ,4 £^L* R"tt, TK^ytte 

c,.« 7;u*;u£^l, R"tt, -f@^±©y\ny >iic 
^-eiiijisnT^Tfejc^c,., y;u*;u£^-r^ * 
fc«7U-Jk 7'j-^c, t;u*ju, ^x-;k n 

R IS R'^fcttCH, NR"R N ^^f^, SfcttR" 
^JctfR 1 1 *t-»CftoT- A (CH: ) . 

y R'Mi, ***itttc,., 

R 1 4 , c, 7U-j^ 

fcH7'J-;UC,., 7^ + ^sat^, ^fcttR"^,*: 20 

r' 4 a**ns**££LT^*MiK^ o 

r;u+;u&s-r*^ * Ac&r ,b & r' '^-titoa^ 
r-A (CH: ) . R"tt. c, r 

T'J-;k 7U-JK,. 4 y;u*;u, co, r 

"SSfcttCH, CO: R'^^-T^, 2ifc\*R 1 ' 

7'j-^c M T^u^ju^Actic o r 1 1 &&-ra», 

S « R 1 7 *5 R ' * L T l>£ ^SSRK^ 

-C-4 7J^Jl,e^7y>i^i^U, Ate, CH: 
££teC = 0£3lU, mtt, OSfclilSSL, n fi, 

SfcttR' *f7 5 / Zm-tm&lZte, XteO£^bTt> 

[ 0 0 0 3 ] 40 

<hU?§§te, 4 - tr 



M¥7 - 7 0 1 2 8 
8 

[ 0 0 0 4] 5$ (I) ©{fc^ttte, ^S^^S-O^i 

gjKW:, s£ ( 1 ) <mt^©^&#cDzg£^ *5<fctf{@ 
[0005] a* ( 1 ) ©{fc^to©*^ 

s&^tfsn*. ^ (i) ©fls^iwfct^fc, ^^tiifetc 

[ 0 0 0 6 ] JMwfBflUcJctifci:, ^^H^ti, JLEa 
(I) (Dit^m. ft<btf fc^n<b©&, *5J:^^^fatf 
(fi»JA«*fli^) ^^#^r^>o (fcfc'b, ^ (I) 
r 1 *«c,., fr-D, r s ^7Km*-3Sc-r 

R 4 tt-hDSfcttNH, Z^-tcttete. 

[ 0 0 0 7 ] 2fc56^©*>tSiJa>Si*!lictt, ^ ( I ) <D4k 

^p^) ^*ns (CCT^ (i) r 1 c, 

7)l*)l<. 2, 2, 2-h'J7^tDI5 ; ;i/S3tli^> 
iSJlsZmV. R 1 te. R 1 tt, C..4 T 

;i/^;^^^L> r 4 tt, z:hn, 5/7;, c, 

+ C (=X) NR' R T , NR 1 R 9 , (CH: ) 
. NR'°C (=Y) R", 7il/ + ;HSfc 

1, 2, 4 - h UTl/'J JU**L, R s tt, 4c**fctt 

c, r s *3R*fettc,., r;u 

R 1 ft. 75/, tHD^yJk c 

,-< + 7U-i^fcfi7 , j-;K,. < + 
5 (i, *iSi, c, + so, r' 1 , co 

: R'\ C ( = N C N ) SR"*tttC ( = N C N ) N 

R"R N *si/, R"tt, ***fcttc. 
u-^c... t;u^ju, ^x-;u, nr ,s r'*^^hc 

H: NR"R"*W. *fcttR ,, *<t^R ,, ^-Mf 
tC^oT-A (CH: ) . R ,: ti, C... T 
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b, R ,s f4* ***fcttc. r;u*;u£^ib* r 

**, c, r »j -ju*fc«x U -;u 

c, -4 7^*;n&*-ra>, sfettR'^irXR^^-en 
5a*te£bTias&*M^<!:-*gj;:&oT, : e;u^g> 

^£j£i&b, R ls t4, #5js*fcteCi.. 7;u*jU£*f 

^^(JR 19 43«fc^R ,s ^-i^tc:^-DT- A (C 

H, ) . -&3eb. R"!!, 7fc?P§, C, 7)1>*)V* 7 

7'j-;uc,.« co, R"*/tfic 

h, CO: R'^^-r^, sfcttR l, fe«tr;R ,, fn6 

fc^^VlRSfcttN-C,-* 7 )V*)W<7i/> 
b, R"tt\ *3H, C, 7)V*)V* 7'JHk 7U- 
' 7 iSct^R' ' *rtl£>i!fil&& LTt^gfJ^f (h- 

;m t ;nf^7^>in*^j5feb. At4* ch, *fcnc = 

(43£^b, Xtt, SSfcliNHSat^ SfcfctR' 

5 y €r^-r«^tctt, x«o$^itt)j:<, y 

;U£lib, R s ^*^$^T»^(CH, R 4 \z~ 

[ 0 0 0 8] ^ (I) cDft£^cD5^#£b^P£bT 

(*, r 1 a*c,., r^+ju36**r<fc^«b**#tf en 
s. Hfc. r 1 #£b<f4c,-, y;u*;ug, 

[ 0 0 0 9 ] R' tt, Jj?*b<fcfcCi-, 7)V*)\,m. ft 
Cn-yatfM^ito R 4 g<£>0ij<h bTl4, KM. 
-hD. y7A C,.« 7J^*-> (#JAfr£ n - ;/n# 

. C (=S) NHR' , C (=NH) N H R 7 , 
NHR' CCTR' tezKiH, SO, C, 7)V*)l 

(W^tfso, ch, ) , co t c,.i t;p*;u (#ja 

tf, CO: CH, *fcteCO. Et) , C (=NCN) 

sc. .4 7;u*;u (w*.**, c ( = ncn) sch, ) 

£ £ t4 C ( = N C N ) NHR 1 * (CCT-R'MlC, 7 

(«A^^ifcfin-mt*5) ) ] , 
NR'R' [CCT'R* tR % tt, f n^ntulTC 
,-4 7)l*)l (MAtf*^^) , NHCOR" 

(CCTR"^, C-4 7)V^r)V {mX&tTfr) , 7 

■j— ;u (0«jAtfp -7j^a7i-ji/) . ^xx;u (m 

Xfcf2-^XX;U) , CH: nr"r", ad/^jp 

, >^;u*fcttr •J-^TSSidnT^T'b.ti^ 

^ 7 U ;U (0»J Atf , 2-5 L 7y'JJ^fc^4-5 1 7y 

I. 2, 4-h'J77'JJk ^^;U*fcJ47 'J— JUTS 
i$nT^tt)J:^2-^Iz;k -NHC (=Y) N 



( 6 ) 7 - 7 0 1 2 8 

10 

HR'\ -NHC (=Y) CH: NHCOR' 1 , (CH 
: ) . NR M C ( = Y ) R" (CCT?R ,0 ^i;^R"(4 
-m\zt£^T - A (CH: ) . , (C 

H: ) . NR"C (=Y) NR M R" C^T'R'^J: 
tfR 1 1 (4-^tC7ioT- A (CH: ) . ffim 
frf^n^o 

[ 0 0 1 0 ] R 4 tt, b < (4, ( i ) ^$HT^^ 

b x a o <o ^^(o ^ > -tf > £ <h «g b & <£> ^ r n^ 
0^J^^^NHCOR ,, (::t?r"h, p 
10 -7Jl/tD7izjk 2 -^xx;u£;t(4 h 'J 7 )lJru 
^^fr&m-?) , NH: , NHSO: CH, . NHCO 
t CH, , NHCO: Et (J^T, E t t4 Tx^^Sj 
*3ct>-r) . NHCONHE t i3<t^NHC SNHE 
t, (i i) *T)V&.fz\±7 U -JK'li^tl/: 

^XZJH, ^7\/'J;U3a*fctt 1 . 2, 4-h'JTV/ 

to oil] r s ^c, Tju^;bm^^"r^i^fct4, 
^nt4c,-4 7)\,*)vm mxM^^m t^s©w 

S b^o 

20 [0 0 12] *^HJ(Ct4, ±|3C0^^O, 

en^o 

[0013] ( i ) <Dit%%noo%. *$£m<Dm&\z 
ffli^©l;iff Jl^fcoittli, TfS^ (I a) ©ft 
)&6^Jc^s^W(cffi : *$ns-en'&«)ffi, ^ct 

[^6 ] 



o 




<±Kit*. R' t4C,- J 7)\s*)\s. &\Z*7-)li£tz.te 
If^SSl/, R 4 t4±iaT^^b^t)C0i:^gET s ^ 

[0 0 14] *»^<Offl^tCffl^S©tC4$C»* bt», 
40 ^ ( I ) cofi* <D>fb^^(4, 1, 3-v^^;u-6- 
(2-yD^^y-5-7th75F7x-^) -1. 
5-ytFn^7'/n (3, 4 - d ) hT ' J ^ ^ > - 4 - 
l-Xf^-3->?Jl/-6- [2 - yn^^y 

-5- (4 2 -^y\/u;u) 7x^^) - 

1, ( 3 , 4 - d ] trU^v>- 

4 - ^- i -x^;u- 3 - 6 - {2--?ui$ 

^ i> - 5 - (2 4 -^T*/'J;U) 7x-JU 

- 1 . 5-yhFDt7^D ( 3 . 4 - d ) eu^y> 

- 4 - ^- >. i - x^;u- 3 - * 6 - [ 2 - y D 

50 ^+v-5- (2- (3-tf'J^;U) - 4-?77'J 



( 7 ) 

1 t 

)V) 7 jl ~ ;U] -l, (3, 4- 

d) eU^y>-4-t>, 1, 3-^^^;l/-6- 

[2-yn^ + y-5 - ( 2 - 4 -^7 \ZU 

;U) 7x-JH - 1 , 5-yt HPhf7^P C3. 4- 
d] If y>-4~t>, 1, 3 - ^^^JU - 6 - 

C2-yP3j? + 5/-5 - ( 3 - :7 x ~ Jl/ - 1 , 2, 4 - 
h »J 7 »/-;U- 5 -Y JU) 7x-;U) -1, 5-yhF 
ntT^yp (3, 4-d) fc? U ^ v>- 4 
tfl. 3-y*^JU-6- ( 2 - ^D/f^'>- 5 
>7J^>7^ H7x-Jl/) -1, 5 - y t K D tf 7 7 10 
D (3, 4-d) tr>J5v ? >-4-^>, 1, 3 - y ;< 
^;U~6- (2-^D^+y- 5-7^/7xZ^) - 
1, S-ykFD^'/D [ 3 , 4-d) t!'J5y>- 

*3<krK»j«f&i& (#JxJ***0^) 
[0 0 15] #«gB©ffli£fcm>S©fc$F*Llr>. ^ 

< i ) ©^©ffitoffl^^YK^ifttt, l, 3-^^^;u~ 

6- C 2 - ZfuiRlris- 5 - (4 - h U 7J^P7t F 

7i-Jl] -1, 5-yhHDe7yp [3, 
4-d) tfU^y>-4-t>, 1, 3-5**^-6 20 

- (2-yo#+y-5 - (4-7J^P^>X75 
H) 7 x - -1, (3, 4- 
d) e'J5y>-4-t>, 1, 3-v^^;i/-6- 

(2-7 p a^^x-5 ( ( 2 -5Px - #;u#*+f-^ 
H) 7x-;U) -l, 5-yhFPt!7 4 /a (3, 4- 
d) t!'J>y>-4-t>, 1, 3-^^^;U-6- 
(2-7'D^+y-5-Xh^>'ij;^-;i/7^/7x 

— JU) -1, 5 - vfc K □ tr^V/n [3, 4-d) fcf'J 
5y>-4-t>, 1, 3 - 6 - (2-7 P D 
^+y-5-X^J^l/-f H7x-;i/) -1, 5-yt 30 
Hntr^yn C 3 . 4-d) fcf'J^y>-4-:*>, 

1. 3-i?>^JP-6- (2-7'D#+y-5-l5 1 ^ 
ftvl/l'h^x-Jl.) -1, 5-yt Foe^yn 
( 3 , 4-d) fcf'J^v>-4-^>, & £ 1 , 3 - 

2-^X-;U) 7x"^) - 1 , 5-yt HPtf77D 
C 3 , 4-d) lf'J5y>-4-t>, &6tff::&S3* 

[0016] cGMP^MPDE (VS^X^ylX 40 

^coic s .fit(p^cof^ffl^5o %tom~?z><o\z&m£ 

Lugnier^CO^fe (Biochetn. Pharmacology 35, 1 743 
(I 986))tcj; 0#«l$n, *fcl¥flfi^Wtt, Wells 
CBioch im. Biophys.Acta 384 , 4 30 ( 1 975)) 

at » rote ##9la>ffc£4f!l#, cGMP^MP 
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■§r$J7^c GM P^rSttP D E»3RtC*t LTi«ua*it* 
(I) <ZMb3-#l&teSg, ^tCcGMPiiftPDEOjfll 

[0 0 17] ^fg^fb^Kcfc: 9^£n£iI#ltfJ&P 
(EDRF) , ZhDjfef^i^j, fomi-bVVA&M 

mrnm^F (anf) , u^n\z-j ^ *-y, r-t^ 

S&Htfif Ifc^oT, 5$ ( I ) ©fls£4fctt, 

rfa 1? : pos t-percu taneons .transluminal coronar 
y angioplasty), * ffi ifc ft $ , Sfifls, «tt 

rix^^-ttP&A, rujp^-ttaift. lift ft, 
[0018] *^«eif*(ote«sciiii-r5*#5tt, 

(I) CO^^MC^T^ 
&ffi\t, 5$ < I ) <Dit&%), ^<D£m^WlZ&®2tlZ> 

[0 0 19] Lfc?&*^T*5S^©Sfc»J©Sg«t IT, 

fi5iflLJ!E, Bf^fiJifiL/E, -5 -^jflitt'Cf^F^, ^^F^, T-r-n — 
ASfbi, ifiL^ffijl^teT^^ (WTLtf PTCASfe) . 
^ffijfiL^I^^, ^^3^^, 7H^- 

iiao^^^tten^^i (^jxtfi bs) <Dfemiz 
ffl^sns, ^ (i) ©^b^**«ii«* ns. 

[ 0 0 2 0 ] ^^a^Oto^li^fC J:ntf, 5fe3fe, ^F^^ 
&&&&& (^UVX^^^i) 3Ri£>3£. i^ifiiJEE, fl$ii5 
jfil£E, oolM^i, W^F^, TxP— A^{b3S£, Jfii 

a^ttens^s <«^-« i bs) <Dfemizm\,*z>mm 
<Dmm<Dfr®<D7$, (i) <Dit$®(Dmm. wmmtsti 

[ 0 0 2 1 ] $€>fc8iJ©fi8fil(C«fcn«, hh 
^fcti t H W^Ot!l^CD#^tC^ (I) <75fb^^=£^^ 
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(#J*_fc£lBS) $M«^S^iit§o 

[0022] ±aa<©*js©f&3K, *fc«^i»<ofc«S)tct 
hfc«#-r**^. ^ (i) <Dit&%i<Di&n®$-mte. 

¥^W/^A0M (M70kg) 10 
felt** U 7-*fcWS&fefb^i'&*£ 2 - 4 0 Omg^tf 

[ 0 0 2 3 ] fc: biz&mtzm&* ^ ( I ) (Dit^m 

SfcttiJISiJtiB^bT* ^-fe;U*fctt/hSP (ovules) 
<b£tfte, WAti, tfiftrt, fftl*ii*i, &T*fctta«l 

ntf, ^ (i) co{b^#/^^^^fcfp^$n 

£*§&-fs<, 40 

[ 0 0 2 4 ] ^ ( I ) CDfb^flfctt, _fc BE 

*>T?S*. too fig til £tl&, 

5t < I ) tfMb^ch, ifc«M£W&&ft&©88J<fcG>ift*£ 

[ 0 0 2 5 ] ±fB©i&^£r;b-tm, E26£att;fri|&<0ffi*figT 



&m¥- 7-70128 
14 

Mil, fn^^I^^f^^ltt), asfctil^iSM;: 
[0 0 2 6 ] 5$ (I) (Dlt^Mt&fr&tl&Tm^Z'A 

anst?*^. a (i) <Dit€m\t, )%3£&mftm-c 

^6R*tt. 9 <D&UffiO, 5£ (I) tci5H 

[ 0 0 2 7 ] R 4 tfi- h U&tt\ZT)l^ 

(I) <ZMb£fc£Ki6^*fc«>©aS--a>#ft (A) IC 

tt, i£ ( I I ) <Dit&m 

Ut7] 




(-bBESt*, R 4 fix h nSsfcfiC. 7 ;i/ □ * t ifc 
0, RUCNSSfcliCONH, ^T&£) ©SSMb*** 

fcfi, 'J±S&JR©*ffifl:tt (WAtf TKSMb^ h 

(^Jk«5 0° 1 2 0/C) T, *b£^ (I I ) £i® 

ttib«!fttfb.^Ri (..0dAtJjaSE<b7K3!S) 0J;3^5I^^M 
rnxmrnt^ £ £\Z& r>'i=ro Z. R^CON 

o°*^i 2ot) it&m (in £y;u# u ±s 
&«<07KKfl;4* (0»I*.fcMc&fb:J- h U ^ A) ©jzSfcig 

[0028] me>J>m (b) m;n«, ^ ( i ) 

itefi, ^ (I) OteO^k^tt^^rtSRietftRJSCJ: Dfi! 
iltSit^tS. Uc^-pt, (B) CO-^co 

fi8«ijc*^Ttt» r 4 a*NH, ^^-r^: (i) v>\t^m 
ffi^T, r 4 ^no, (i) o^i^-r^^^^ 

[ 0 0 2 9 ] (B) <OgiJ©fl|«fC*3HTtt, R 4 ^ 

NO, ^^-T^ (I) ©^k^tttt, il^coxhp^©^ 

r 4 ^tk^^^-t^ (i) <D*f^-rsft^!»3&»?»iijg-r 

[ 0 0 3 0 ] (B) ©flfi©SgfilC*5^Ttt, R 4 

NH, ^^T^ (I) CDfk^^l^, il^^^^tCctO, 
R * **NR' R* S^ctiNR 1 COR'^it^ (I) 
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N -XJU*X ;U-ftRJiS(ClibT±"C-g'Jt Ufc©i:SiBl© 

N-*^;Mbte, #J*-fc£* ^^A/;Prt HtiK to 
sffl^x, »3ifctti«ia ot) T-mm-tz 

[ 0 0 3 1 ] (B) OffllOfi8«fC*5^Ttt, R 4 

2 -^T^/u;i/S^^tf^ (i) ttfc-rs 

i'T J {k&MfrZ . R 4 rt*C (=S) NHi 

(i) (Dit^m^mx. ftmizmm-rzz.t.iw&z. 

[ 0 0 3 2 ] ;frfcfc (B) 6*c33iI<Z)Ji«*C45UTtt, 20 

r 4 2, 4 -^7v"j;ug&^tf5£ (i) <oik% 

R 4 ^CONHNH, -C&£5£ (I) ©^J^TS 
<b£rt>£, &ffc*3R&<D»SI <K iff 

~T 5 £ <t £ <fc Ol^T^^), 
[ 0 0 3 3 ] fe^-^CO^^ (C) fCctnt^, & ( I ) 

(I) (Dte^££^£i±Tf!J?MOR 4 g^^A-T^^ 
t(C<fcO, »It5^tA«1ff 5. 

[0034] bfc^oT, (C) <7>-^<7>&*iS{C43 30 

t^Tii, R 4 ^CONHNHj (I) <D\t%m 

\t. M^t5^J^>iXXf^ (W0 9 3/0 7 1 4 

[ 0 0 3 5 ] (C) (DBijOffittKcfcnfcr, R 1 3^4 

-fry u^S^^tr^: (i) oib^r^te, R 4 a*** 
M^-crfc£3; (I) W0 9 3/ 

0 7 1 4 9 CEldnruSAPTt^^A^-f F£Jfl 
U57'J-fH77 Mb^f£ffl£i&TAO;*^JU^ h 40 
>££f£L. C<Z)AD;<^;i/^r K>£, T)Vzi — )\, (ft) 

iStfEffig) 5"^7 5 H <h^Jft£-tt& £ <fc tc <£ 9 Hit 

[ 0 0 3 6 ] (C) <0*fcS'jrotHiltw43^Ttt, a 

(i) ofb£42m, r 4 av\ny> <0y*tf#i3l5iiC 

3. COW^TSft^tttt, W0 9 3/0 7 1 4 9l;fB 

us snrv^s Affile !*oTMjfi-r« c Lfc so 
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^T, R 4 ifiisT JTtlbtt (I) <ZMb£^&, 

>4bti^&31T5££tcJ:D§£i£-T?i*£. :©ad^ 

*$>CUo £ t \Z£ 0 , R * **CH, NR"C (=Y) 

R^mz&m (i) (Dttfo-rzit&miz&M't&zt 

(I) ©{fc^fcMl, /^y^Aiti <#]*#, i&fbtfX 
(hU7x^WX7>f» f\5W2* (I I) ) 0# 

x-^;i.^co^^J (W^tffh7th , D77» 

<D<ko&mm£i.mm*. (wz.**mmm.m) t?, r 

y x.>ik&m<r)&^te h U Ti^^xXft7x >*b-8- 
%}-cmm~rz> z t iz& d 

[ 0 0 3 7 ] R 4 ^AP^f^f^^^ ( I ) <Dik^m 

it* r 4 j&***t&*5J; (i) <dm 

fc^oT, Sg-cDX*§Tt*; 5fcS&*b€r#;£, R 4 *M 

[0038] ^ (i i ) t^snstraw^it ^ 
(ii i) t^: (iv) (Dit&m 




COHal 



(in) 



[^9 3 



(IV) 



1 I 
R 

(±IB^4 I , Ha 1 te/\ny>BC^, 09A«tt[3lir* 
S) W0 9 3 /0 7 1 4 9 CE«$nT^**ffiS 

[ 0 0 3 9 ] ±fBO^S (B) -rti^i^X^-C^^^^D 
*&Z.1*otfi* ^ (I) CO{b^^CO-^J5£±i*:tCi3^^* 
Pp^coxeT, R 4 S35'J©S«tS R 1 gtC^^T'^S C <h 

[ 0 0 4 0 ] ^ (I I ) Oft^ttttS»«0 + ffli*Tf ft 
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[0 0 4 1 ] ^ (I I I) (IV) <D{t&%} 

tt, #J;U£WO 9 3/0 7 1 4 9 iCfE^nT^^cfc? 

(III) (IV) o&fciaMb^fcu&iajfr* 

[0042] «s^swT5i ( i ) (Dit&w&m^ 

l:<kOR«tS. J^T<D#lJ£#H;:i3^T, DMSOtty 20 
^^Jl/XJ^+y DMFUN, N-v*^ 

[ 0 0 4 4 ] graft 1 

5-r^y-4-vT/-i. 3 - y * tf 7 »/— ;u 

tF7y*> (8. 5 g > 0. 185mol) 
( 1 - X b * 5/i5 1 !Jf» (25g, 
0. l84mol) CDI^/-^ (100ml) 

tc, jg# l, -ear ufc. c<z>ii^«i£S«E<* 

^JS'Jb, x^ jutx — -r-^Tifc^U, j£A&<*-tfT<i 30 
m<D{t^m (2 1 g) «r»fc. m. p. : 1 9 3 *C 
[ 0 0 4 5 ] graft 2 

5-7^;-4-y7/ - 1 - X^;U- 3 - * =?• )V M 

->j.'>^X^;i,tH^v ; >(2 5g, 0. 166mo 
1 ) <D* 9 J — ;U (1 U y ^-) IKWifcS:* th'J^A 
/h + ->H (17g, 0. 34mol) MMUmx 

mW.^\z (l-lh + ylf 'Jt» VD/zh'J Jl/ 

(18. 9g, 0. 139moi) £a&iOU. 3B 8SE 2 40 
ISBaffittfc. C©JSiffi££C£g"eSil&b. 3S3SE&5^X^ 

aMfc;£#i£0cBfe<0*S® ( 1 9 g) tUife. m. 
p . : 1 2 0 - 2 *C 
[ 0 0 4 6 ] gFelft 3 

4-y7/ - 1 . 3-^^^^-5- fS? (2-^D^ 

^{fc2-y'D^+y-5"-hP^>7'f^ (4 8. 7 
g, 0. 2mol) gR3ftl (13. 6g, 0. 1 
mo 1) (De'Jy> (250ml) f£ fC T ri& T b 50 



^1?7 - 7 0 1 2 8 
18 

fc 0 5 0 1CT 3»3fra«8 i l>Jfc&. ftTfcKa^Atlfc. «t 

T?ff*Sa£-&-T\ «j@<D{t^#l£* U (5 
0 g) tVxmtz. m. p. :219-20 t C 

: Cn H,. N. O. tlx 
ff-#M:C, 56. 7 1 ; H, 4. 76 ;N, 15. 2 
6 

5*#t{I:C, 5 6. 9 0 ;H, 4. 9 1 ;N, 15. 1 
8 

[ 0 0 4 7 ] gBUft 4 
5 -7 5 / - 4 H - 1 . 

1 0 T^TfcG^, gflflftl (1 

Og) &«0>-o<0flfc& (50ml) \Z m UQ b . £<D*M 

€r^£ 6 o 2 israijna&bfcfs. ^t>fc^Ktca^xn 
(ph9) tv. mztitz&gh&zmisT. mm 

<Dit€t%t$:&<&&<Dlfe& (9g) £ VrmfZo m. 
p . : 2 0 2 t 
[0 0 4 8 ] gPalft 5 

1. 3-v^^;U-6- (5-yD : &-2-^'P^^'> 
7:cx;U) -1. 5-vfcKP-fcf^/P C3, 4- 
d 1 If ' J ^ v > - 4 - > 

ftsBt ( 0 . 3ml, 5. 5 mm o 1 ) 1 . 3 - * 

^;P-6- (2-yD#+y7i^;P) -1, 
Ho-t7»/D C 3 .. 4 - d ] eU^y>-4-t> 
(W O93/07 149 C^tCO^^C^oTMbAc 
t><&, lg, 3. 3mmol) (DW^Wt (20ml) &WL 
(CfftTb, 1 0 0 TCT SPSraiHl&bfcffe* TKtC&^Atl 
/io i^^^y^DD/^>Tittll, w<&f9£&&£ 

■& (Na.so, ) , mmvTfflft&mti. -tv-fun 
/ -)vxm^itvx. mm<D4t&®j$:&eL<Di&m <o. 

4 3 g) tlTHf;. m. p. : 1 3 5t 
ftffi : C i < H i t B r N « O, tit 

if^M :C 5 0. 9 4 ; H, 4. 54 ;N, 14. 8 
5 

#0rte:C, 51. 8 6 ; H, 4. 9 3 ;N, 14. 2 
2 

[0 0 4 9 ] graft; 6 

1. 3-zS*^)l-6 - (2-fV^D^y7i^ 
;U) -1. C3. 4-d3 hf U 

^ z/> - 4 - 

mt2 --f V7'D#^y^>^^t t t J F^ 1 ^tii^^l 

Htitffl u^j^nttms^j 2 wi^^t mc^fezmm 

-8r^^^ltfeC0^S (0. 7 6g) tlTUfc. m. 
p . : 128t 

t^^t : C. H,, N, O, £ IT 

ff*il:C f 64. 4 1 ;H, 6. 08 ;N, 18. 7 
8 
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##f{I:C, 6 4. 4 9 ;H, 6. 1 7 ; N, 18. 8 
6 

[ 0 0 5 0 ] 4«P^^7 

1. 3-y*^JU-6- (4 — — 2 — ~7 wR^c is 
y -1, 5-yh KD-lf 77n C3. 4- 

di bru^y>-4-^-> 

&n&<Df£Mt (1. 7g) tUTifc. m. p. : 19 10 

ot 

: C i 7 H : o N « O, tl/T 
tHLfit:C ( 6 5. 3 7 ;H, 6. 45 ;N, 17. 9 
4 

ftffiMiC, 6 4. 7 9;H, 6. 42 ;N, 17. 7 
8 

[ 0 0 5 1 ] fHi& 8 

5-7^y-4-'>7y-l- (2. 2. 

tax^) - 3 -^^;uhf 7^/— ;u 

2, 2, 2- h'J 7Jl/tPIfJl/t F?y> C 7K (2 5 20 
g) 4*70%) ( 1 -X h*->X^ ij VP/ 

- h u ;p ( 2 0 g ) £>x^ y — ;u ( 2 0 0 m 1 ) 

I-r^Tl^LT, SffiaUfc^tt (2 5g) £f§fc. 
m. p . : 1 32t 
[ 0 0 5 2 ] *fgfls9 

5-7^;-4-->7/-3 -^^JUfcf 7'/ — JU 
t h*7 ¥> — fc%nm (17. lml) ( 1 -X 

•>if uf» 7a;^h'j^ (4 0g) oi^y-jp 30 
(500ml) waste, ^ia-eift#Lfca*si»Ti,fc. 

it Lit. j^as^jgiju, &&£-t±T, ^j^^fb^r^^^ 

^ tT>^ £0)^11 (3 1. 6 g) ilt^fc. m. 
p . : 166*C 
[ 0 0 5 3 ] *Pp1& 1 0 

5-y^/ - i-^>->*;u-4-vry-3-^^;ubf 

Ii^>yJl/t H7i^> (25g) (DJL? / (80 40 

0 m i ) mmm&* mmum-? 1 5 #p>a, thu^A^ 

H (13. 8 g) tJHIL, ( l - X h*;>x^ 
|JT» 7Dy - h'JJl' (14. 5 g ) ^{SJlHl^tC^tt 

micaai, i^nfc^^^i^, ^-rv^ntr^x- 

T, ^CD<fc £4^ II ( 1 7 g) tlti 

fc. m. p . : 114-116t 
[ 0 0 5 4 ] frp B m 1 1 

5-7$y-4-->7;-3-/f Jb- 1 - ( 3 - fcf U 50 
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*P*1ft9 (5g) £ODMF (50ml) TK^ft 
tMJ^A (5*^;U*-nU^ 6 0 1. 72g) (D 
DMF (50ml) ffi«fcK:ffi#bfca*fc»fTL. 
T 1 5^ra**f bfc. JHf'Jy> (6. 

27g) (DDMF (60ml) I^^ITl, 60t? 
3t$P*1#n&b£:&> «BET-e»«SLfc. 82££*t?#*R 
y^PD^^>?iailfc s W8SfB (N 

a, so* ) , MQ^-emmvtz. >"j *y;u# 5 

pvh^^7^-l:^»t, d n * ^ ^ J —)V 
(95/5, ^<DWi9/l) -CmmVr, X^CD^ftft: 
SJg<Z>{b^tt^^U>^fe<0@fr (2. 5 
7 g) <h LTtt^ttfCo 

NMR (DMSO, 2 5 0 MHz, ppm) : 1 . 95 
(s, 3 H , CHj ) ; 5 . 05 (s, 2 H , CiL P 
y) ;6. 6 ( s , 2 H, N H_i ) ;7. 2 (dd, 1 
H , H s py) ; 7. 4(d, 1 H, H ( py) ;8. 
3 (s, 1H, H, py) ; 8. 35 (d, 1H, H< 
p y ) 

[0055] $*m& 1 2 

5 - 7 ^ / - 4 - j/7 / - 3 - ^^JU- 1 - (4-hf'J 

p B mi i (Dmm\zm^rz(Dtm cyj^^mmv. fgmo 

NMR (DMSO, 250MHz, ppm) :2. 05 
(s, 3H, C H., ) ;5. 15 (s, 2H, C Hi p 
y) ;6. 7 (s, 2 H, NH: ) ; 7 . 0 5 ( d , 2 
H, H, +H, py) ; 8. 5 ( d„ 2H, H, + H s 
P y ) 

[ 0 0 5 6 ] frfflfr 1 3 

5-7^/-4-y7;-3-^f^-l - ( 2 — bf U 
2-^DD^^;i/tTU y>$ttliljS<hLtil^c^ 

NMR (DMSO, 250MHz, ppm) :2. 0 
(s, 3H, CH, ) ;5. 1 ( s , 2H, C ii: p 
y) ;6. 6 (s, 2H, NH, ) ; 6. 95 (d, 1 
H, H, py) ; 7. 25 (t, 1 H , H& P y ) : 
7. 75 (t, 1H, H< py) ;8. 5 (d, 1H, 
H, p y ) 

[0057] 4»p H m 1 4 

5-7^-4-y7y-3-/f^- 1- (3. 4- 

r ah *pdn* i i (vmmtm vumzmm 

NMR (DMSO, 2 6 0 MHz, ppm) :2. 05 
(s, 3H, C ±L, ) ;5. 0(s. 2H, C J±: ) ; 
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6. 05 (s, 2 H , O-CH.2 -O) ; 6 . 7 (s, 

2 H, N Hj ) ;6. 7 5 (d d , 1 H , H* A r ) ; 
6. 85 (sd, 1 H , H., Ar) ;6. 95 ( d , 1 

H , Hj A r ) 

[ 0 0 5 8 ] 1 5 

I. 3-v^^;U-6- [2-yP^^->-5 - (bH 
u*zs*^)l<) yx.-)^ -1. 5 ->?'fc K P hT ? % /d 

f 3 . 4-d] e'J^y>-4-t> 
TK^fbTJU^ ^^AUf ^A^f h7t HP77 >&f& 
(1M, 13. 4ml)*, 1. 3-^^^;U-6- 10 

1, FD-tr7'/P (3, 4 - d 1 tf U ^ ^ > 

- 4 - (WO 9 3/0 7 1 4 9 fC fEffc £ nT t> £ ?j 

j£fc££oTiB§ib£: 2. 3g, 6. 7mmol) 

(D^bytYny^y (ioomi) jsafcicWFL. m 

Oml) £ij&TU, «ffiTT?»*Lfc. 38 £ & * $tt £ 
y*UD**>TffltBLfc. ^tlSJf (N 
a.SO, ) . »f!&Lfc. »3lE*-f V 

ifbit, «ja<o<b^«&*fe.©isa (i. 04g) i 20 

UTfcfc. m. p. : 1 9 6t 
[ 0 0 5 9 ] frfcm 1 6 

1. 3-is*^)l~6 - t 2 -^P^4 v- 5 - C7*P 
^^JU) 7xx;H -1, 5 - y'b Hab!7'/n 

(3. 4 - d 1 fcf' J ^ v > - 4 - :t > 
H^fb 'J > ( 0 . 14ml, 1- 52 mm o 1 ) * , * 
P^m 15(0. 5g, 1 . 52 mm o 1 ) <bV2 n P ;* 
^> (20ml) j^i&fc^TU, MTlPtWl 

f^fll^, * (10ml) £fiSTb, %Lf&m*:V9u 
D^^>7?affiL>t. W«JS*fti«S'& (N a, S 30 

;U7J^A^7 P-7 h^^^-C — tC^tt, y^PP>^>/ 

(98/2) -vmm it»»bfc. 

^«l7&«efi<Z)@f*E (0. 5g) £LTf§fc*lfc. 
NMR (DMSO, 250MHz, ppm) : 0 . 9 

(t, 3H, CHj ( O P r ) ) : 1 . 6 ( m , 2H, 
CH, (O P r ) ) : 2 . 4 ( s , 3H, CH, ) ; 
3. 8 (s, 3.H, N-C±L ) ;4. 0 (t, 3H, 
O-CH, ) ; 4 . 7 ( s , 2 H, CH, Br) ; 7 . 
15 ( d . 1 H, H. 3 Ar) ; 7 . 6 (dd, 1 H , j± 40 
« Ar) ; 7 . 8 (sd, 1 H , H, Ar) ; 11. 7 
5 ( s , 1 H, N H_) 

[ 0 0 6 0 ] il^J 1 

1. 3-->'*^;U-6- (2-yP^^y-5--hP 
7x^^) -1. 5-i^b FP — bf^VP C3. 4 - 
d3 e>J^y>-4-t> 

3 0 %i&^<b7K^2£f& (100ml) «t>Kfr 3 (5 
Og) (DO. 5 NfcMitj- h'J-^A (l'J-;^-) Si 19 
$Bt£ffi#L&a<e^jtaLfc. *g£rtl£ 9 ot-ei 8 B^fTO 
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#^£i§lt£cOiS£il (2 0g) <t LT^fco m. p. : 
228-9t 

fttf : C ( Hw N s O. tit 

fritM:C, 55. 9 6 ;H, 4. 99 ;N, 20. 3 
9 

ftVrm-.C, 56. 19 ;H, 4. 94 ;N, 20. 0 
4 

[0061] mmm2 

1 -x^;i/- 3 - 6 - (2-^D^^y-5- 

zSP7xZ^) -1. 5-ybKD-tf7VP C3, 
4 ~ d ) bf'J5>?>-4-:*-> 

&<fb2 -T'n^+y- 5 - - h P^> *7*f )V (2. 4 3 
g) ^#2 (1. 5g) ©tfU^> (20ml) 
fcifcJCia&iniLfc. 6 0*CT3l3raini&L, tKII 

1 N (Di^mit^ h'J^A (50ml) , ?K (30ml) 
i5 £tf 3 0 % <DT&m\kikm (3ml) 5fcSig£#l't l 

~c , jft#ufc#s ioot;ti8 psiwana&i/fc. 

b, TfcT-ft^L, y«J*y;^D7^7 

^^-tC^tt, is 9 UU * $ > - * & J — )V (95/ 

5) rl^^T^gib, x^ &g 
<D<b£^£i$^c£o£!iii ( 3 3 0 mg) ibtUfc. 
m. p. : 2 0 2 - 4t 
7>tfr : C, , H,, N s O* <h IT 

trPLfi:C, 57. 13 ;H, 6. 36 ;N, 19. 6 
0 

ft$TM:C, 5 6. 8 5 ;H, 5. 34 ;N, 20. 0 
7 

[0062] mmm 3 

i-x^;i/-3-^^-;i/-6 - ( 2 -x h^->- 5 -x 

KP7xx;U) -1. 5-ybKP-b7VP C3, 4 
- d 1 tfl)gy>-4-:t> 

^{b2 -I^y-5-;h n^>»y-Y^t +P«1#2 * 

Ti^l^tt, ^Hco^b^^^afec^^^^bTtf 

fc. m. p . : 2 2 4 - 6t 

: C,,HmN 5 O* t IT 
tr^{i:C, 5 5. 9 6 ;H, 4. 99 ;N, 20. 4 
0 

C, 5 5. 6 6 ;H, 4. 98;N, 19. 8 

8 

[ 0 0 6 3 ] mmm4 

1. 3-^^^>>U-6- (2, 5 ->^P#*->:7 xX 
JU) - 1 . 5 - y I: KP-bT^'/P C 3 . 4 - d 1 if'J 
^v>-4-^-> 
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7to m. p . : 1 18t 

: C i » H; * N 4 O, tLT 
ff#{ti:C, 6 4. 0 3 ;H, 6. 79 ;N, 15. 7 

2 

ftffiM:C, 64. 15;H, 6. 75 ;N, 15. 8 
0 

[ 0 0 6 4] mmms to 

1 -X^)l~ 3 - 6 - (2, 

7 xx;U) -1. 5-yhHP-^77D [3, 4- 
d 3 tf'J^y>-4-t> 

LT^fc. m. P . : 1 0 8D 
#3? : C. H,« N< O, tit 

tHMfi:C, 64. 8 5 ;H, 7. 07 ;N, 15. 1 

2 20 
##HI:C, 64. 8 0 ;H, 7. 15 ;N, 15. 3 

2 

[ 0 0 6 5 ] H$fcffI6 

1. 3 - v ^ ^ ;i/ - 6 - 5-^hP7 
x - l. 5-yhHa-hT7*/P C3. 4 - d 3 

fcf 'J 5 V > - 4 - * > 

M2-XKy-5--hD^>7^f^ (2. 3g, 
lOmmol) ^#4 (1. 54g, lOmmo 

1 ) Ct!Uy> (2 0ml) » iS 8S AD L . C<DU^ 

1 NCOtK^^^ h U (50ml) <h 

X^ y-;l/ (1 0ml.) tCAtlt. J&#b&;^£ 4Pf 

*>-j**/-;u (95/5) ^^fS-e^ibrit^u 

tit.Z.?>. mm<Dik J £%}rf&&V>1&& (2 1 Omg) £. 
LTf#^tlfCo m. p . : 2 8 0 t; 

tx#t : di His Ns «t IT 40 

mm&:C 5 4. 7 0 ;H, 4. 59 ;N, 21. 2 
7 

##rM:C, 5 4. 4 9 ;H, 4. 67 ;N, 20. 9 
4 

[ 0 0 6 6 ] ggfifeffl 7 

i. 3-^^^;u-6 - (2-^a^^>-5-y^y 

7 xXjU) -1. S-^fcFP-bf^/P C3. 4- 
d 3 tf'J5>?>-4-:fr> 

^J£#J 1 (7g, 21mmol) &fh7kF077> 
( 2 5 0 ml) ( 2 5 0 ml) tC^il 50 



7 - 7 0 1 2 8 
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Tt#7c:^f&£, 10%Pd/C (0. 7g) (Z)i¥frT, 

■frT, ©S<ZMfc'&W£»itft<0*Sli (6g) tlTf 
m. p . : 1 4 0 ° - 1 4 2 *C 
: C, . H,, N|_Oi -0. 5H, OtlT 
H-#M:C 59. 6 1 ; H, 6. 25 ;N, 21. 7 

2 

ft ffiM : C, 59. 6 7 ;H, 6. 2 0 ; N. 22. 5 
2 

[ 0 0 6 7 ] H^^J8 

l -x^;u- 3 - 6 - (2 -^Pd**^- 5 - 

7^7 7 xXJU) -1, 5-ybKD-e7^P (3, 
4 - d 3 hf 'J ^ ^ > - 4 - ^ > 

T-fe hx h U Jl/Ti^a^bT, *gjg<ZMt^£?$3t'fe<2 
ttfitlxTfcfc. m. p. : 1 6 7t 
5r#r : C i t H 1 1 Ns O, £LT 

ff-^MrC. 6 2. 3 6 ; H, 6. 46 ;N, 21. 3 
9 

##H!:C, 62. 3 0 ;H, 6. 32 ;N, 22. 0 
0 

[ 0 0 6 8 ] MMM9 

1. 3-y^5 1 ;i/-6- (2-Ih^y-5"7^/7 
xx;U) -1. 5-ybHD-^7-/D C3. 4-d3 

Lti m. p. : 2 0 8 - 1 0'C 

: CsHn N s O: tit 
ft-gL{I:C, 60. 18;H, 5. 72 ;N, 23. 4 
0 

##tM:C, 6 0. 8 8 ; H, 5. 64;N, 23. 4 
4 

[ 0 0 6 9 ] ^fiSffJ 1 0 

1 - X^>>l/-3-y^Jl/-6 - (2-Xh^y-5-7 
a/^xXJU) -1. 5-ybHD-e7^P C3, 4 
- d 3 bf U a ^ > - 4 - ^ > 

tbtif:. m. p. : 1 9 5t 

: C t * H i » N s O; t IT 
§h#{i:C, 61. 33 ;H, 6. 11 ;N, 22. 3 
5 

fttirm-.C, 6 1. 22 ;H, 6. 24 ;N, 22. 3 
4 

[ 0 0 7 0 ] gliSfiff] 1 1 

1, 3 - i? 6 - (2-^P^^'>-5-^^> 



( 

25 

D f3. 4-d) h!'j;v>-4-^> 

J^ft;^ ^ >XJU*X,il/ (0. 5ml) *5S0*J 7 (6 

25mg, 2 mm o 1) Sfh7tHD77> (50m 

i) thuif^75> (o. 6mi) tizmmvxm 

*C£ + T?Sffib, TKTfflJlb, i?^ o a * ^ >TitBb 
f: t W*£fl£*-?tf:#b. (Na. SO, )\ 

«M8bfc. 3i^$:x^ y-;UT^^^^-itT, fcfflaMt 

^^^afecDi^^ ( 3 0 0 mg) tbtifc. m. 

p. : 2 3 5 ° - 2 3 7 t; 

ftVt : Ci i Hm Ns S t l/T 

fH|Cfii:C. 52. 15;H, 5. 41;N, 17. 8 
9 

: C 5 1. 5 1 ; H. 5. 34 ;N t 17. 7 

9 

[0071] mmm 1 2 

l-X^;P-3-^^Jl/-6 - ( 2 - ^D^^->- 5 - 
^>Xj^>7S K7:eX.;U) - 1. 5-ybHD- 
fc? P (3. 4 - d 3 e 'J $ y > - 4 - t > 
HSS#J 8 £ Hi 38 #1 fit LTffl^TIM^O^SSr^Jfi 
X^ y-;UTfflttft3-&T, mm<Dit€iVQ$:&&<D&Mi 
tlsT'&fz* m. p. : 2 4 4 - 6 "C 
: CHnNs O, Stlt 

: C 53. 3 1 ;H, 5. 72 ;N, 17. 2 

3 

$>*rffi : C 53. 1 2 ; H, 5. 74 ;N, 17. 2 
1 

[00723 mmm 1 3 

1. 3 - y ;* ;U - 6 - (2-Xh^'>-5 -^>^ 
jufr >7 5 H y 3L~)l) -1. s-v bHa-e^^a 
f 3 . 4 - dl bf'J^v>~4-^> 

t bTft/c. m. p. : 2 4 6 - 8t 

5>W : C.H,, N* O4 S-0. 5H, O <h b T 

ffh»flS:C. 4 9. 7 2 ;H, 5. 2 1 ; N, 18. 1 

2 

##HI : C 4 9. 3 4 ;H, 5. 10;N. 17. 9 
7 

[0073] mmm 1 4 

1 -x^JU- 3 - 6 - (2-Xh^y-5-/ 

^ »/ P C3. 4-d] bf'Jay>-4-t> 

b, x^y— ;U"Cfl«Sa$i3rT, ££<zMfc£to£ a fe<o 
^iatllf:. m. P. :220X; 

: Ci H,, N, O, Silt 
ttWfiSiC. 52. 16 ;H, 5. 41 ;N, 17. 8 
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9 

#«®:C, 5 2. 3 0 ;H, 5. 34 ;N, 17. 9 
2 

[0074] mmm 1 5 

1, 3 -y*^;u- 6 - ( 2 -7p ^->- 5 -rir h 

T 5 K 7 xX;b) -1. 5-vbK a-K^VP [3, 
4-fil bf'J^^>-4-^> 

i&tey-fe^ju (o. 3mi) nmm7 <o. 5g) 

^fh7th'a77> (30ml) <h h D X^JUT 5 > 
10 (0. 4ml) <fcfC»#bTl§fc»fiKt;:S£lnib. ^UX 
3 0#lffl«#bfc. tt»4&£5S«b* »«fc£*C£ + T» 
ttbfc. 3SS£*fc#0 Aft. y^Dn^>tiffil/ 
fc. WI&H^TkTiSfc^b, (Na, SO, ) , 

&&<D1£& (4 0 Omg) tVX'&fz. m. p. : 2 5 
4-61C 

»«f : C.H,, N s O, £bT 

mWm:C, 6 0. 8 2 ;H, 5. 98 ;N, 19. 7 
0 

20 : C 6 0. 8 7 ;H,.6. 0 1 ;N, 19. 9 

6 

[ 0 0 7 5 ] ggMff] 1 6 

1 -X^JU- 3 - 6 - ( 2 - ^Pa Kfry- 5 -r 

7-t 7 K 7iXJb) - 1 . 5 -y Hp- bf^/P 

f 3 . 4 - d 1 e'J$y>-4-t> 

iJ^SfeO^ii: bT#fc. m. p* : 2 3 9 - 4 1 t 
30 ^«t: CHtjNs O, -0. 5H, O £ b X 

ff-gflrC, 6 0. 3 0 ; H, 6. 38 ; N, 18. 5 
0 

#*T®:C, 6 0. 2 9 ; H, 6. 06 ;N, 18. 7 
5 

[ 0 0 7 6 3 mmm 1 i 

1 -x^JU- 3 - 6 - (2-Xh^/-5-7 
^h75H7xXJl^) -1. 

f 3 . 4 - d ] tf 'J 5 V > ~ 4 - * > 
£%0!I 1 0 i^^T-tr^^^ai^^^ibrffl^T^^ 

40 ©#te£*i£b, x^ /-;uT^^a^itT, mmvxt 

^i^efe^^ittTi^ m. p. : 2 5 0*0 
ftffi : C.H,, N s O, tLX 

tt-gfiS : C 6 0. 8 3 ; H, 5. 96 ; N, 19. 7 
1 

tftfrffl : C 6 0. 5 6 ; H, 5. 92 ;N, 19. 7 

4 

[ 0 0 7 7 ] g jlBW 1 8 

1. 3-y;*^JU-6- [2-^D^^'> -5 - (4- 
7JUP^>X75K) ^ xXJUl -1. 5-yhFP 
50 - tf 7 V n r 3 . 4-d] e»j;y>-4-t> 
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X, mm<Oik&%Q : £&&V>1&&£ VTnfc. m. p. : 
2 5 9 <C 

: C, , H ri N s F O j tit 
ff^M:C, 6 3. 4 4 ;H, 5. 09 ;N, 16. 0 
8 

##rM:C, 6 3. 6 8 ;H, 5. 18 ;N, 15. 9 
6 

[0078] ^mm 1 9 10 
l. 3-v^^;u-6- [2-yn4t^->~5- ( (2 
-^xx;u) jj)U#3rV$ K) 7xX;U] -1. 
hFP-^^/P C3, 4-d] lfU^y>-4-t> 

^^l^efeO^ItlTtlfCo m. p. : 2 6 5t; 

: CnH,,N s O, StLT 
ih^M:C, 5 9. 5 6 ; H, 5. 06 ;N, 16. 5 
4 

5*#rfl : C , 59. 7 3;H, 5. 0 1 ; N, 16. 6 20 
6 

[0079] mmm 2 o 

1, 3-i?**)l- 6 - [ 2 5 ~ C/p 

P (3, 4-d] bT'J5S?>-4-*-> 

7 tm<f7 a ^m^ji* m^^n £ oxm^x 
^no^s^^ii, y -juxmf&mz^x, mm 

<Dik&W}*&&<Dl&&£ LTttfco m. p. : 2 0 8 - 

1 0t 

»*ff : C,i H,, B r N, O, tlT 30 
ft-pEfl :C, 49. 7 8 ;H, 4. 64 ;N, 16. 1 
3 

ft ffiM : C, 50. 0 8 ;H, 4. 67 ;N, 16. 2 
1 

[ 0 0 8 0 ] gliffigt]2 1 

1. 3-^^=^)1-6 - (2-yp^^y-5- / 
->73;U#x;i/T 3: y y x^JW -1. 5-yt:h'P-e 
7 '/P C3. 4 ~ d 3 e»J^y>-4-t> 

mmm i uu^m^^^^m^^n^i^xm^xm 
m<Djjm*nMi'. 7h7tFo77>t^$t 40 

T , mm<D{t&M&&&<DfeM i t Hlfc, m. p. : 

2 5 2 - 4 t: 

:Ci.HmN, O, ilt 
tt-^fi : C, 58. 2 0 ; H, 5. 70 ; N, 18. 8 
6 

##r{i:C, 58. 1 7 ; H, 5. 77;N. 19. 2 
8 

[0081] ^mm 2 2 

1. 3-^^^)1-6 - (2-7'D^t->-5-Ih^ 
■>7J ;U#x;i/7 ^ / 7 xX;U) -1, 5-ybKD-if 50 
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=y^Ju (3, 4-d] e'J$y>-4-t> 

^iMri^DD^ix?^ (o. 3mi) zm^wm 
thxm^x^m<D^m^mmL. x^y-^rs^ 

p. : 2 2 0t 

fttir : C H, a N s O, £LX 

fHHS:C, 59. 21 ;H, 6. 01 ;N, 18. 1 
7 

##t{I:C, 5 9. 2 3;H/6. 12 ;N, 18. 2 
8 

[ 0 0 8 2 ] IgfigffJ 2 3 

1. 3 - Z?*7)l- 6 - (2-^D^^y-5-^l/^ 
h'7i^^) -1. 5-^bHn-e^^n (3. 4- 
d ] hT'J^^>-4-^-> 

y7>i*U'7A (lg) 2lSS#J7 ( 5 0 0 mg) 

^tk (5mi) <h@t& (5mi) t izmmisx ^tcmm 
^i^cD^^rti^efecoi^s ooomg) tvxmrzo 

m. p . : 3 0 Ot 

: Ci i Hio N, O, tit 
H-^M:C, 5 7. 2 9 ;H ( 5. 65 ;N, 23. 5 
8 

fttiri&iC, 5 6. 9 3 ; H, 5. 46 ;N, 23. 3 
4 

[0083] mmm 2 4 

1, 3 - v^^JU- 6 - (2 - ya^^y- 5 -^^fr 
k-f F7xX;P) -1. 5-ybHP-lf^/P C3, 
4-d] bf U a > - 4 - :t > 

'J ^7 A (2g) , *5S0*J 7 ( 5 0 0 m 
g) (5ml) CAtlfcfeO, (5m 

' Pf^tS£ti:T* *ii^(D{t^£&&<9*£ifl ( 2 4 0 m 
g) t LTff m. p . : 3 0 0 t 
fttir : CHmNs O, StU 

9H*ffi:C, 54. 8' 2 ; H, 5. 41 ;N, 23. 0 
6 ; S , 8 . 6 1 

##tM:C, 5 4. 9 9 ; H, 5. 54 ;N, 23. 0 
6 ; S , 9 . 0 9 

[ 0 0 8 4 ] mmm 2 5 

1. 3-zy^^)l-6 - [2-7 J P^^y-5 - (N - 
■>7/-S-/f jKVft 1 !/!/^ H) 7i-JH - 
1, 5-ybHD-t^7-/P C3. 4-d] E ' J 5 > 
- 4 -:t > 

£lS£#J7 (1. 9g) <!:y7^5yyft^J^^» 
h (3g) <h£X^/-;U (150ml) iC&#PbT# 
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£, £T MUX>/< VT'P fcfJUT^ > (90/10) 

i o) ts§iu, mm(o£.f&®$:mtc<, r-t bx h u 
;u-c^j^^$i±r, siB©ffc^fc£efi©*gi& (o. 9 

8 g) iUifc. m. p. : 2 6 0 t 
7>#r : CHn N, O, StLT 

tHMi:C, 5 5. 4 5 ;H, 5. 14 ;N, 23. 8 

5 

fttiiMiC, 5 5. 3 9 ; H, 5. 35 ;N, 23. 4 10 
1 

[ 0 0 8 5 ] mmm 2 6 

1, 3-^^^;U-6- C2 -yP7t?^->- 5 - (N - 
/fJP-N-->7y^7ZyV) ^xXJU) -1, 5 - 
ybHP-tf7'/D C3. 4-d) tf'J^vV-4-^ 
y_ 

25 ( 3 0 0mg) CDX^ / — (50ml) $ 
R3«>^ < DnfcfrfcA,*:. & 6 * 3 84 L , X* 

nm&z&T, Wim<Dit^m*&&<D®i& (250m 

g) tVxntc. m. p. :> 3 0 0t 
7>#T : CHnN, O, ttt 

?Hfffl:C, 5 7. 8 6 ;H, 5. 6 2 ; N, 28. 4 
1 

##r(I : C/ 5 7 . 9 6 ;H, 5. 69 ;N, 28. 2 
0 

[0086] mmm 2 7 

1, 3-v^^JU-6~ (2-yp^^y-5 - (N- 

y^ju-N-->r jyy-yj) y x. — )V} -1.5- 30 

yhHP-bf^yp C3. 4 - d ) hf ■ J ^ ^ > - 4 - ^ 

n-y^;UT5> (lml, j@M> £> |£$S#I25 (3 
OOmg) (DX^y-;U (50ml) ^f&JC^jtJO L> 4 

L. ^ P PTt^UATifc^L*:. X ^ / — ;i/ T: IS *g II £ it 
r, fi^<afc£#/£7t^<z>fc3fi£& (1 1 5mg) 
T %fc„ m. p . : 2 9 5 

: CnHt.N, O, -0. 5H, OtVX 
ifW(I:C, 5 9. 3 0 ;H, 6. 56 ; N, 25. 1 40 
5 

#0fffl:C, 59. 1 5 ; H , 6. 39 ; N, 24. 9 
7 

[ 0 0 8 7 ] ggfiSfll 2 8 

1. 3-^^^)1-6 - t2-^D^^'>-5 - (4- 
7Jl/tD7iXj^HH) y :nx;U) -1, 
K P - tf P (3, 4 - d ) \£V*i?>-4-*> 
4-7^*P7z-;K7>'r*-h (0. 2g, 1. 
5 mm o 1 ) 7 (0. 31g, lmmol) 

<Dt~ h y \i Fo77> (40ml) 2£f& Ca&J&D L 50 



) 4#0B¥ 7 - 7 0 1 2 8 
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H^^tc^ffi^b^^^rco m&yvz&ux* 3 o #p*i 

£6&co&«fl (200mg) tlTiAc. m. p. :2 
8 0 "C 

: C : i H i j FN, O: t IT 
fHHB:C, 61. 3 2 ; H, 5. 14;N, 18. 6 
5 ; F , 4 . 2 1 

##tM:C, 62. 19 ;H, 5. 15;N, 18. 6 
1 ; F . 3 . 8 0 

[ 0 0 8 8 ] mmm2 9 

1, 3~iS*^)l~6 - (2-^D^^y-5-Xh^ 
)\,^**y V( H y xX;U) -l. 5-ybH 
n-bf^yp [3, 4-dl hfU5y>-4-*-> 
USS^J 7ilh^yijM^JKVfty7^-h^m 

y y y-vrnfeMtZ-sx. MmcDik&yoZ&fz. m. 

p . : 2 4 0 - 2 "C 

: C 1 1 H 1 4 N , O4 St IT 
ft-^M:C, 5 4. 0 3 ; H, 5. 44 ;N, 18. 9 
0 ; S , 7 . 2 1 

^jffil: C, *5 3. 9.6 ; H, 5. 34 ;N, 19. 2 
8 ; S , 7 . 15 

[ 0 0 8 9 ] nmm 3 0 ' 

1.3 - y*7jfo- _6 - ( 2 -zfatflris- 5 -X5^U 
C 3 , 4-d) tf'J^v>-4-^-> 

KD^^^efeO^itlTifc. m. p. :>30 
0 "C 

:CmH m N, O: £ bT 
W-»ffi:C ( 5 9. 3 6 ; H, 6. 29 ;N, 21. 8 
6 

##ffI:C, 5 9. 2 4 ; H, 6. 33 ;N, 22. 0 
3 

[0090] mmm 3 1 

1, 3-y^^JU-6- ( 2 -yP^^v- 5 -X^JU 
ft^l/-f H7xUl/) -1. 5 HP- bf^i/n 

(3, 4-d) hfU^^>-4-^-> 
^S£#J 7 tl^JK 7^* ^7*- N^tli^iltlT 

p . : 26 It 
[ 0 0 9 1 ] Hlfigi] 3 2 
1. 3-y^^;U-6- 

J^7$/7 xXJU) -1. 5-ybHa-b!7VD 
C3. 4-d) eU^y>-4-/T> 
3 0 %*;UA7 il/f t H^fS (3ml) £ , ^i^J 7 
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(0. 5 g) O^m (3ml) # iffi CSS fin 80fC 
-CifeitH* (Na, S0 4 ) , mffihfctZ. 

5/5) ^MiitilU;. x^y-;ur*p 
Jisffisii-r. ®s©{b^*ft»e©«ga (1 2 5mg) 

£ UTtf fco m. p. : 1 8 Or 

: CiiHu N s O: tit 
ff^M:C, 6 3. 3 2 ; H, 6. 7 6 ; N, 20. 5 
2 

##r<l :C, 62. 7 5 ;H, 6. 77 ;N, 20. 4 
2 

[0092] mmm z 3 

1 -x^;u- 3 - 6 - ( 2 -•^qflgfrS/- 5 - 

v^^JUT^ / 7xx;U) -1. 5-^hKn-e^y 
□ f 3 . 4 - d 3 b:U^y>-4-t> 

ISItLT^fc. m. p. : 153t: 

: CH.sNi O: tit 
tt-^M:C, 6 4. 2 0 ;H, 7. 09 ;N, 19. 7 
0 

##Tfit:C, 6 4. 11;. H, 7. 14 ;N, 19. 7 
7 

[0093] mmm 3 4 

1. 3-5?*^Jl/-6- (5-y7/-2-yn^^y 
7 xX JU) -1. 5-ybHD-e77a C3. 4 - 
dl tfU$y>-4-t> 

1, 3-^*7^-6- ( 5 - yP€- 2 - ^D^^y 
7x-;U) -1, 5-yt KP-e7^D C3, 4- 
d ) e'J5y>-4-t> (WO 93/07 149 fCfE 
ffiiO^fcfcftoTiHKbfcfc©. 0. 34g, 0. 9 m 
mo 1 ) , y7>{fct h'J^A (0. 0 4 5 g, 0. 9 
mmot), 18-^7^>-6 (0. 24g, 0. 9 
mmo 1) *5<fc0^h^*X (hU7z-Jl/*X7^ 
>) /^v^A (0) (0, 52g, 0. 4 5 mmo 
1) h7tFD77> (20ml) <hX^/-;U 

(20mi) t ass 415 

$;^DD>^>T«HBl/3fc. (Na. 

so, ) , j*£«t»"CiftffiiTH#&f§fc. :n*->'j* 

y-n- (9 8/2) ©ji^flat-cftntbfc. tvfunj 
-ju-cisiMfc; ut, sjB©{b-&«i&efe<otta (o. 1 

4g)tbT!#^om. p. : 2 0 8<C 
[ 0 0 9 4 ] MWM 3 5 
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A -X^;i/- 3 - 6 - (5-vT/-2-yn 

^^y7xZJ^) -1. S-ybKn-lf^'/P (3, 
4 - d 1 e'J^y>"4-^> 

1 -Xt^JU- 3 - y t^U- 6 - (5 -T/n^- 2 -~?u 
3j?^S/7x-;U) -1. 5-yhHD-e 7 */P C3. 
4 - d ] t!U^v>-4-^> (WO 93/07149 

IT, eHSa><b^4»*ee<OJefii: LT^fc. m. 
10 p . : 1 9 0 X: 

: C,,H,,N, O, thX 
ffl-»iI:C, 6 4. 0 8 ;H, 5. 68 ;N, 20. 7 
6 

##rfI:C, 6 4. 2 2 ; H. 5. 79 ;N, 20. 6 
4 

[0095] mmm s e 

1 -X^;U- 3 - ^^-JU- 6 - (2-7~D^^y-5- 
^a-ft jun^-f ;u-7xx;U) -l. 5 - >?fc F a - fcf 7 

»/ P r 3 . 4 - d ) bfU^v>-4-:fr> 
20 ^I^J 35 (0. 8 5 g, 2. 52 mm o i ) , vX^ 
Jl/yf t^X7x-h (0. 5 m U 3mmol) , *5 

6©1BS < 0 . 5 8g) iUI/c. m. p. : 256 

TC 

: C » H, , N s Oi S £ IT 
ff-J£M:C, 58. 20;H, 5. 70;N, 18. 8 
5 

30 fttitmiC, 5 8. 3 7 ;H, 5. 78 ;N, 18. 7 
3 

[0096] nmm 3 7 

1 -x^JU- 3 - jt^JP- 6 - C2-^a^^^-5- 
( 4 - 2 -^T '/ 'J JU) 7x^JP l -1. 5- 

ybKP-^7'7P C3. 4-dl K'J^/>-4-t 
_> 

IISS^J 3 6 (0. 4 5 g, 1. 2mmol) ^DD7 
ir h > ( 0 . 195ml, 2. 4 mm o 1 ) ££*7kx^ 

y-JU (6 0ml) \z\titz.m.&m*. JgSlt 

(Na : SO, ) , ^i^bfco ^££'>'J 

>/**y-;u (95/5) t^litii^;. <v 

fi (0 . 0 6 g) <hlTt#/c. m. .p . : 215t 

:CmHmN, O. S, tit 
W-»fiS:C. 61. 59 ; H, 5. 66 ; N, 17. 1 
0 

50 ##r<I:C, 61. 20 ;H, 5. 67 ;N, 16. 8 
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9 

[00971 mmm 3 8 

1 _ x ^ ;l/ - 3 - 6 - ( 2 - ~fui£*is- 5 - 

bFa^y7;v/7x^ib) -1. 5-S?fcFa-fcf 

(3, 4-dl tf')3y>-4-t> 
HSS0iJ3 5 (lg, 3mmo I ) , Ko^VJUT 
^ > ( 0 . 82g, 12 mm o 1 ) , &<£ZSfeMfJ 'J ^ 
A ( 1 . 0 2 5 g, 7. 5mmo 1) i^Z-il' (5 
0ml) £* (50ml) <h tC Atlfcig'&fcl £M Sit £ it 

(0. 47g) tl/Tifco m. p. :>2 6 0 t 
fttir : C.HuN, O, -tlT 

th#M:C f 58. 3 7 ;H, 5. 99 ;N, 22. 6 
9 

ftffimiC 5 8. 2 9 ;H, 5. 95 ;N, 22. 6 
2 

[ 0 0 9 8 ] 3 9 

1. 3-v*^U-6- C2-7 p n ^^S/-5- ( 1 - 

1. 5-yhKP-e7^/P f 3 . 4 - dl fcf 'J 5 y > 
- 4 

6 o xtOTKBftft^- hu^AS5*7^t-f;n:Anfcfe 

© (5 4mg, 1. 3 6 5 mmo 1) $y/?J^^A 
75 F (5ml) fcXnr»fc-»»SKfc. 1 - N - ^ f 
Jl/h^>h<> (1 46mg, 1. 3mmol) ^f&^r 
iTL, Mtl 5#lffl«#L&. *Kfl=l 6 (0. 5 
g, 1. 3mmol) (Dv/^JW^^AT^H (10m 
I) jg^^iTl. 50ttl. 5B#IB]Ji#UfcfSL ffi 
JETTfftttfUfc. 3£ fin V9uu* 
^>T8ltBU7c„ (Na, SO, ) , 

^57*< — fC^tt, y^DP/^>//^;-^ (95 
/5) TiiUt^lUfc, /^/-JK^liblT, 
Sfilofls^fcfcafeoilSii (0. 0 9g) il/TSfc. 
m. p. : 2 3 6 t 
fttir : Ci, Hi, N, 0< <hl>t 

tf-J¥ffl:C. 5 9. 4 2 : H, 5. 7 0 ; N, 19. 8 
0 

##TfI:C, 5 9. 3 8 ;H, 5. 74 ;N, 19. 8 
1 

[0099] ^mm 4 0 

1. 3~v^^;i/-6- f 2 - Zfutf* 5 - (2- 
7x^-4-^770^) 7xXM -1, 5-yt 
H □ - e ^ 7 P t 3 . 4 - d 1 e'J£y>-4-t> 
1. 3-y/f^-6 - (2-7D^^>-5-7n^ 
7tfi^7i n;u) -1, 5 ->*b Ho - tr^7n 
C3, 4 - d 3 eU^y>-4-^> (WO93/07 
1 4 9 lc8E«®:&J£K8EoTBB«bfc i &©, 0. 4g, 
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0. 95mmol) 5 H (0. 13g, 

0 . 9 5 m m o 1 ) <h £ X ^ / - (5 0ml) \z 

}£TrmmLrc. mM^y^tth\zm^v, y^na* 
*>-efflttiLfc. *r (Na: so* ) * 

^ ^ 7 -KT^tt, iS&an* 9>/*$J— )V (9 5 

/5) T?8*uT»»ufc. ^y-^^iibtt, 
seoDfls^tosafeonsa (o. i2g) tvxmtco 

10 m. p . : 2 0 0 t; 

ftm : C IS H tJ N s O: S, tit 

ff-£Mil:C, 6 5. 6 3;H, 5. 07;N, 15. 3 

1 

ftffimiC 6 5. 8 9 ;H, 5. 09 ;N, 15. 4 
5 

coioo] rnrnw* i 

1. Z (2-7"P ^^y-5-m7 
)V±aT-£ h*7 j:Zi;U) -1. 

[3. 4-dl bfU3^>-4-^-> 
20 h U y)V*umm (0 . 5 ml, 4mmo 1 ) £ , 

mg^J 7 (310mg, Immol) th'JXf ^7i 
> (0. 5ml) <h^fh7tHP77> (30ml) 

p^>titiiife, mmm^^-rs^v, 

(Na, SO, ) , SffiLfc. I^y-J^^l^t 
T, g*IiC!Mfc:^J»£afiG5)|g|& (3 1 Omg) tl/T# 
fc. m. p. :215t 

: CnHu F i N s O, £ V T , 
30 ft*ffit:C, 52. 8 1;H, 4. 43;N, 17. 1 
1 

##r{S:C 5 2. 7 2;H, 4. 32;N, 16. 9 
9 

[0101] 3lfiSff]4 2 

1. 3 -S?*^^- 6 - (2-f V7'P^^y-5-l 
SP7X-JI.) -1. 5-ybHD-e7^Q C3 t 4 
- d 1 K'J^y>-4-t> 

4jFbW6 (0. 4mg, 1. 3mmo I) £ * 0V,lZ& 
o/cil (1 5ml, d = 1 . 42) (15m 
40 1) t©iS^»f«twHlHl*WC^^Ta&lHlLfc. - ° 

< 0 . 1 8 g) tltftfc. m. p. : 2 4 Ot: 
: C t * H i t N s 0« tVX 
ff-#ffi:C, 55. 9 7 ;H, 4. 99;N, 20. 4 
0 

^tfrftiC, 5 5. 6 0 ; H , 5. 04 ;N, 20. 1 
2 

50 WTcOffc^S:. I^^COyj^-Ctt^o 
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[0102] 4 3 

\ 1. 3 6- (4-*^JU-5-XhP- 2 

t 3 . 4 - d 1 'J a y > ~ 4 - ^ > 

I O^t^ffe^^itttUfCo m. P. : 2 1 2t 

j 7*#r : CuHmNs O, tLT 

\ itnmiC, 57. 14 ;H, 5. 36 ;N, 19. 6 

f 0 

I ##tM:C, 5 5. 8 5 ; H, 5. 36 ;N, 19. 2 

{ 9 

\ [01033 ^mmA 4 

r 1. 3-S?**JU-6- (S -7$ JI/-2 

j f 3 . 4-dl b?'J^y>-4-:t> 

; fe 0 m. p. : 2 1 8 *C 

\ [0104] mmm4 s 

I 1. 3-^*^-6- t 2 -^Ptf*^ - 5 - (4- 

*^JUK^>r>- 1 -4 )U) T+. + fcTS. SI 7 xX 
JU - 1 . 5-vhHD-^7D [ 3 . 4 - d 1 E U 5 
y > ~ 4 - ^ > 

tJfiWZa (3 0 Omg, 0. 69mM) tN-^f^ 

! tr^^>?> (is) <fcj&>fc 

j 9 0t:t5^MLfc. »»LfcJg£«l£7K (2 

| 0ml) ^PP**>T#lfflLfc. *"C«fc 

: ^bfc^it^^it (Na : so, ) , mmv, 

\ ^"CgiMfcUT. nm<D\t^m^:B^<Dm^ (15 0m 

h g) tlTllfCo. m. p. : 1 6 3t 

j CmH,,N, Oj • 1H, OtUT 

1 H-J?<I:C. 5 8. 5 8 ;H, 7. 05 ;N, 20. 7 

5 9 

j »«f®:C, 58. 16;H, 6. 91 ;N, 20. 2 
2 

J [0105] 3lflSff]4 6 

I 1. 3-y*^j|,-6- t2 -7"P#*->- 5 - (2- 

1 ^ ^y^/U ^>^^>~ 1 --fJP*3=-JU) 7x1^) - 

I 1 . 5 - V fa H P - £ ^ »/ P C 3 . 4 - d 1 fcf 'J ^ V > 

^ - 4 -5f> 

UTfifc. m. p. :1 8 6 - 1 8 8<C 
[0106] %«gH 7 

1. 3-yjt^JU-6- - (N- 

X^y>-f ayJMfJi^) -7:nX;U} -1, 5-^faF 
n - K 7 '/ □ [3. 4 - d 1 bf'J^^>-4-^> 
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{CbT. ^loib^^a^wMtiti/:. m. 

p . : 2 5 0 X: 
[0107] mffiM4 8 

1 -X^;i/- 3 - 6 - (2 -^P^'>- 5 - 

hF7v h 7 xx;i/) -i. 5 kp- bf 7^p 

f3. 4-dl fcfUS^>-4-?T-> 
1 -X^;U- 3 - 6 - (2 -yP#+'>- 5 - 

10 ^^J^J^ + ^^xZJl/) - 1 . 5-vtKP-tf^ 
*/U C3 t 4-d] fc! 'J 5 v>- 4 (W09 3/ 

0 7 1 4 9 £flStt<D:£ttfcft^TW©Ufc*>G>. 0. 9 
g , 2 . 4 3 mm o 1 ) t fa K 7 V>*fil* .( 1 . 4 m 
1) <h£X^ / -JMC An jSSKSiirfctfS 

(Na, so, ) . mmisfc asE&^^^-^^tea 

jbtt, filSOOlt^W&efi^ttS (0. 7 6g) 
T»fc. m. p. : 2 6 4 "C 
20 : CiiHn Ni O, <h IT 

fUSEffiiC. 5 8. 3 7 ;H, 5. 99 ;N, 22. 6 
9 

##rflfi:C. 5 8. 4 7 ;H, 5. 90 ;N, 22. 6 

5 

[0 10 8] l£Mi#]4 9 

1 -X^JU- 3 6 - G 2 ~:/P#*'>- 5 - 
( 3 - 7 xXJU~ 1 . 2. 4-h l J7^" ^-5-^ 

m -7 x-JM -1. 5-^faKP-bf^^P t3, 4 
- d 1 eU5y>-4-t> 
30 ^J£#J48 (0. 5g, 1. 35mmol) <h^:*^> 
X75 H (0. 1 85g, 1- 3 5 m m o I ) <h £ 4 1 v' 

u > (i5mi) lan^ig^^^. ii^^-a-^^e 2 

a, SO, ) , foJ£TT*mmVtztiC?>, 

tf, P P * ^ /— (98/2) 

^WSGfctDlSa (0. 04g) tltUfco 

40 [0109] mmm 5 0 

1 -X^Jl/- 3 - 6 - f 2 - y*P ^*'>- 5 - 

(7tf^7^/7t^^73;) 7 x X jlO -1, 5 
-yhKa-lfy^o C 3 . 4 - d 1 g'J 5y>-4- 

HS£#J 8 (0. 8g, 2. 44mmol) , N-T-fe^ 1 
;W^7*U'>>(0. 62g, 5. SmmoH^cfct^x^ 
xX;P*X* 'J ;ur H ( 2 . 4 m 1 , 1 1 mm o 1 ) 
^:v^PP^^> (100ml) iz Anfcii^^ . ^ 
flT4 8Nfiai!ft^UtS, TKtC^^Anfco y^OD/ 
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%uu*$y/*9j-h (95/5) xmrn^xmrn 

*Hlf>^fifl)M (0. 2 3g) <fcbT*§fc. m. 
p . : > 2 6 Ot 

: CnHnN, O, tLX 
ft-^M:C f 59. 14 ;H, 6. 15;N, 19. 7 
1 

##tM:C 5 8. 7 0 ;H, 6. 14;N. 19. 6 
3 

[oi 103 ^mm 5 1 

1. 3 -S^^JU- 6 - C2-^P^^->-5- (2- 
*~PJ1/- 4 -^T^/'J JU) -7 xX;H -1- 5-ybF 
□ - g ^»/'D f 3 . 4 - d 1 ^ 'J ^ > ~ 4 - :t > 

jfc. m. p. : 2 0 4X: 

: CnH,, N s O, S <hLT 
H-»flS:C, 6 0. 7 4;H, 5. 35 ;N, 17. 7 
1 

#W«:C f 5 9. 7 9 ;H, 5. 31;N. 17. 5 
8 

[0111] glfigff] 5 2 

1- (2, 2. 2 - MJ VJUa-PX ^Jt/) -3— 
-6- (2 --7P#*~>7:tXJI/) - 1- B-ybFP 
-g^/P f3. 4-dJ P ') S y>~ 4 - t> 

&{b2 -yp ^ (2. i o g) ^r B i 

#8 (2. 04g) C0tfUv> (50ml) ^^tC^lffl 

ufc. c^m^m* 7 ox:x 2mmiMf&is> rnmvtc 

^fb^MJ^A (20ml) , tK (20ml) Si&rfS 
0%mWi<£*m (2. 5ml) £<ht>tcjf #L&7^<5> 7 

SfeO*£Ji ( 0 . 3 4 g) <h bTtf fc. m. p . : 1 8 
2 *C 

: C, C F, N, Oi £ IT 
fi^fl :C, 55. 7 3 ;H, 4. 68 ;N, 15. 2 
9 ; F , 15. 55 

ttmm : C. 55. 8 3 ; H. 4. 6 1 ; N. 15. 4 
4 ; F , 13. 73 
[0 112] %»W5 3 

! -^>>;ju- 3 -*^;u- 6 - ( a-^ntf»i/7x 
- JU) -1. 5-ybh'n^7-/D f3. 4-d3 fcT U 
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Eft; 2 -^D^^^^o^-f^t + ra* i o fcWSSttK 

tlTffl^T, HJfi0iJ2©WtSfCffl^fcO < !:I^U*?5feS: 

<£*£il<h bT*§fc. m. p. : 1 4 7t 

: C,i Hi, N, O, tVX 
ttW&iC. 7 0. 5 7 ;H, 5. 92 ;N, 14. 9 
6 

##r{t:C, 6 9. 0 7 ;H, 5. 93 ;N, 14. 8 
6 

io [0113] ^mms 4 

1 - ^ > y Jl/ - 3 - ^ ^ ^ ~ ~ (2-^ P#=E->-5 
--SP-7XXJU) -1. 5-^bKPb f^^/P £3, 
4-dl fc? U ^ v > - 4 - ^ > 

j&fb 2-7 P P#^rV-5-Xh P ^ > \/ -f JUi: *Pb1# 1 

o^aiaiitTffl^T, ^fisw2<owia(cffl^fc<o 

c^m^nmv. sm v ^p t^ux-er^-c^iMb 

p . : 1 3 6 *C 

: C i : H : i N s O, tl/T 
20 fff*te:C. 6 3. 0 0;H, 5. 0 5 ; N, 16. 7 
0 

##rfil:C, 6 3. 2 6 ; H, 5. 26 ;N, 16. 0 
4 

[0114] mmm 5 5 

i- (3 -if u v;u^^;u) -3 -*^;u-6- (2- 

•/□^v7rZJl/) -1. S-vhHPbf^ ^/P 
r 3 . 4 - d 1 If'Jg v>~4-t> 

E^b2 -^D#^s/^> % y-r ju<t*ra#: 1 1 fcuassfci© 

m. p. :160-162 < C 
: CnHn N s O: ilt 
. ft-#fi:C, 67. 1 8 ; H, 5. 64 ;N, 18. 6 
5 

ftmm-.C, 67. 2 1 ;H, 5. 66 ;N, 18. 5 
6 

[0115] mmm 5 6 

1- - 3-*^^- 6- (2- 

-/p^^->^xXJU) -1. 5 -^fcKPbr^/P 
40 t 3 . 4-dl If Uay >-4-^> 

^>fb2 -^D#+5/'<>y-f ^t + re* 1 2 

it, mm<Dit^m^^^t u-cftfc. m. p. :mi 

NMR (DMSO, 250MHz, ppm) : 1. 0 
< t , 3H, CH, (O P r ) ) ; 1 . 8 (m, 2H, 
CH, (O P r ) ) ; 2 . 5 ( s , 3 H. CH, .) : 
4. 2(t, 2 H . O C H.i ) :5. 8 (s. 2H, C 
50 H, py) ;7. 1-8. 9 (8HAr) ;12. 0 



(s, 1H, NH) 

| [0116] &MM5 7 

1- (2-tf 0^*5^ -3-*^JW-6- (2 - 
Vd^^->7tHJM - 1. fi-vKKa^7n 
f 3 . 4-dl h!U^v >-4-^> 

*&<b2 v^>\z^;u£*r*m i 3&aj5e*st 

££fe<Dif£il<h tTHL m. p. : 1 5 8 K, 
ft$T : C : i H : i N s O, £l,X 

mnm:C 67. 1 8 ; H, 5. 64;N, 18. 6 

■ 5 

I ftm^iC 67. 16 ;H, 5. 60 ;N, 18. 8 

I 4 

[Oil 7 ] ^ffiffJ 5 8 

1- (3. 4 - *^U>^*-*i/^> .y)l/> -3-*5=- 
1 Jb-6- (2 -VptK*^^-^) -1. 5-vbF 

pb?^/p ra. 4-dl fc? 'J a v>- 4 

"] 56fe(0^tbT^fc, m. p. : 146t 

■ : Cm Hm N( O, tit 

frWmiC, 66. 0 2 ;H, 5. 30 ;N, 13. 3 

i 9 

; #tFHI : C , 6 5 . 4 2 ; H . 5 . 2 8 ; N, 13.2 

i 5 

j [0118] mmm s 9 

] i. 3-v^^^~6- ( 2 - :/P# *->~ 5 -T** 

] f 3 . 4-dl t^'J5>? >-4-t> 

' j > 2 6 o <c 

j [0119] gffiflI6 0 

y 2 -^t»/'J JU) 7 -1, 5-ybF 

I pfc?^\/P f3. 4-dl tf'J$y> -4-^> 

1 gglftttl 5 9 ZM&mnt ttl^t, ^^0iJ3 7(Di^^ 

n t, Mm&it UTftfc. m. p. : 

i 2 3 Ot 

i : Ci. H,, N 5 O, S, tbt 

J tf-#M:C, 60. 74 ;H, 5. 35 ;N, 17. 7 

\ 1 

#WfiS:C. 6 0. 6 9 ;H, 5. 35;N, 17. 6 

7 

[0120] mmms 1 

1. 3 -^jl^JU- 6 - f 2 5 - (4- 
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•7 -r"^- 2 -^T^/'J JU) 7x^Ji-1 -1. 5-yb 

C 3 . 4-dl If iJSv>-4-t> 
MMM 5 9<h^7PPT-feh7x / V^tfJ^^^t ^tl 

Tffc e m. p. : 1 6 6 <C 

: CmHmN, O, S, tit 
ft g fig :C, 65. 6 3; H. 5. 07; N. 15. 3 
1 

10 tttirm-.C 6 4. 5 3 ; H, 5. 07;N, 14. 9 
7 

[0121] ^mme 2 

i , 3-^*^-6- f2-^D ^^->-5 - (2- 
r 3 . 4-di bru g-v>-4-^> 

^ffiM 5 9 ( 0. 3 5. g) , yP^Tt hTJPfbH 
(0. 24g) fcckO^ifc* 'J -^A (0. 4g) £DM 

F (2 0ml) k: Anfc?g£$j£. i£*&-?-f!fci&#b 

it. «ffiT-e»ffibfc«. ?^^^7K-C^SL,, v^pp 
20 ;**>-Cfttiail/fc. *r#&H£*-?&#U, (N 
a, SO, ) , fcttbfc. y^D^>CA 
tlfcSS* h U 7;U^P@^^ (0. 5ml) J£#U& 

^DD^^>T?iailfci, W«B£fcJ*3* (Na, 

so, ) , mmvtzo bis*. ->'j*TO7A^D7 
7/3) vmmvrmmvfc. ^/DMFt^i^i 

T. £S©{b£!»£*Si& (0. 0 1 8 g) tttifc. 
m. p . : 2 0 9 "C 
30 #$r:C,.H,,Ni O, S • 0 . 5 H, OtVT 

ftgfe:C. 5 8. 4 6 ; H, 5. 1 3 ; N, 17. 9 
5 

fttfm : C, 5 8. 4 2;H, 5. 1 0 ; N, 17. 7 
8 

[0 12 2] 3|ffiff]6 3 

i -X^Jl/- 3 - 6 - l?.--7ui£*>> -S- 

( 9. - **)],- 4 -*T*JV fr) -1, 5- 

VPHP^^-/P f 3 . 4-dl ^ 'J ^ ^ > - 4 - ^ > 

i-x-?;u-3-^^;i/-6 - (2 -yptf*^- 5 - 

40 yDt7tf^7i^^) -1. 5-ytHPlf7^P 
C3, 4-d) tf'J5y>-4-t> (WO93/07 
1 4 9 t'fB^cDTj^tC^oTi^^LAc^CO) t^^7^ 

hru'^ttiMit^tffl^, uss^J 4 o omwzm 

LT, £H©fl:^fc£Sfea>*Sffl£ LTftfc. m. 
p . : 1 8 3 *C 

5^^T : C, H.,Ni O, S, tOt 

fi-^II : C, 6 1. 5 9; H. 5. 66; N, 17. 1 

0 

50 #0t{I:C 61. 44;H. 5. 60;N, 17. 3 
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coi23] mmm 6 4 

1 -X^JU- 3 - 6 - ( 2 --7utf*is- 5 - 

(2 - 7xXJU~4 - fy^'JJl/) 7i-JH -1, 5 
-yhKae77D C3. 4 - d ) e'Jay>-4-t 

i-x^;u-3-^^;u-6 - (2-ya4? + '>-5- 

y □ ; t7t?^7 x - JU) -1. 5-ytHDt!7yo 
(3. 4-d) tf'J 5v>- 4 (WO 9 3/ 0 7 

1 4 9 tcSatt©**fe«cfl!-3TBI«l/>ht><Z» £tii^H 

LTf*fc. m. p. : 2 17t 
: C, « H IS N s O, Silt 
sfWM:C, 66. 2 2 ; H, 5. 34 ;N, 14. 8 
5 

##f{I:C, 6 6. 0 0 ;H, 5. 32 ;N, 15. 0 
9 

[0124] mmwG 5 

i-x^;i/-3-*^;i/-6 - (2-^p^^->-5- 

(2- - 4-f7^' )^) :7xX,lU) 

- 1 . 5-yhKDe7-/P C 3 . 4 - d 1 g U 5 5? > 

- 4 - 

1 -X^;U- 3 - *?)V- 6 - (2-7 P D^^^>-5- 
ypt7tf;P7x-Jl/) -1, 5-yt FPt!7VP 
[3, 4-d) e>J^y>-4-t> (WO 9 3/0 7 

i 4 9 tffi*<z>*fe(ciaeoTsi«ib>tfe(o) t^xn 

f>75H^tll^IHTffl^, ^JS^J 4 0 <Z>W©tc: 

itVX. mm<Dit'£W}$:m®£hT%fz 0 m. p. : 2 
1 9t 

: CisHmNi d S, tOT 
fff-J*ffi:C, 63. 5 4 ; H, 5. 1 2 ; N, 17. 7 
8 

fttirm-.C, 6 2. 9 4 ;H, 5. 1 3 ; N, 17. 5 
7 

[0125] mmm 6 6 

1. 3-^^^;U-6 - (2--/a#*f>-5-bF^ 
y'P7xZJP) -1. 5-ybFa^7'7P C3, 4 - 
d ) U ^ y > - 4 - * > 

i, 3-^^^;u-6- ( 2 - yatf*^- 5 - 
^jj^+y7x-JW -1, S-ytHO^VD 
(3, 4-d) e'J^ y>-4-t> (WO 9 3/0 7 
1 4 9 taBiRro^ffiC^^TiHiiUfct)©) 

NMR (DMSO, 250MHz t ppm) :0. 95 

(t, 3H, C j±, (OPr)) ; 1 . 75 (m. 2 
H. C H_: (OPr) ) ; 2 . 4 ( s , 3 H, C 

H_, ) ;3. 85 (s, 3H, N-CH, ) ;4. 1 
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(t, 2H, O-CHL: ) ; 7. 2 (d, 1H, H, A 
r);7. 9 5 ( d d , 1 H, H< Ar);8. 2(s 
d, 1 H. H, A r ) ; 9 . 8 ( s . 1 H, NH) 

[0126] mmm 6 7 

1. 3 - 6 - t 2 -:/a^*'>- 5 - (3- 

71ZJI/-1. 2, 4 - h U 7»/-JU- 5 -4 )V) ? x 

xjui -l. ra. 4-d) bfU 

^y>-4-^> 

£]£0>J 6 6 £fcii?g^St<t bTffl^, 3li£#J4 9 (OSIHtc: 

<D&M*t Itifc, m. p. : 2 5 0t 
77#r :CmHmN, O, 

ttJ¥ffi:C, 6 5. 2 9;H, 5. 25;N, 22. 2 
1 

##tM:C, 6 5. 4 5;H, 5. 24 ;N, 19. 0 
4 

[0127] mmm e s 

1. 3 - ->^^;U - 6 - C2-^P^^->-5 - (2- 
20 ^XXJU) 7iZin -1. 5 -$?fc Hnt!5!/p 
C3. 4-d) ^');y>-4-t> 
5, 2- (MM^JWXX) ^^"7x> (2. 5g) i: 
l£h'X (h'J7x^;^X7Y» (I 
I) (36'0mg) «!;$:fh7hFa77> (50m 

i) (cAnfc®^«!i*. mffi.2-&urft> 2 ommni\mi< 

**>-e«iitiUfc. (Na, s 

o< ) , ^ts + T?a*sbfc. ss*^ u 

30 ( 9 9 /1) T^ilT^iLfe. y^V^PtJU- 
f^/^vyP/V-^^MlT, 

CO . 1 7 g) £ UTt#fCo m. p . : I84t 
: Ci,H,.N 4 O, S, tit 
fh#fiS:C, 63. 14 ;H, 5. 30 ;N, 14. 7 
3 

7>tfrfI:C, 6 3. 3 3 ; H, 5. 19 ;N, 14. 5 
7 

[0128] mmm 6 9 

1. 3-v^^;U-6- C 2 -^D^^r->- 5 - (5- 
40 2 -^xx;tO 7xX;l/) -1. 5- ybHD 

1^ 7 '/d C3. 4-d) b!'JSy>-4-t> 
5 _^ >)i/ _2- (MJ^JUXX) ft7x>^Hi% 

«!CtbTffl^T, HJ|fififiJ6 8 0WKJCffl^fc©i:IPIi; 

2r8s£2lifil^ y<V7'Dt:^X-f^/<V7'P/^ 

L m. p . : 1 78t 

7T#f : C, H,i N« O: S, tlT 

H-J?ii:C. 6 3. 9 4 ; H, 5. 62 ;N, 14. 2 

0 

50 ##rfI:C, 6 3. 0 2 ;H, 5. 56 ;N, 14. 1 
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[0129] £#t^fftfElfl 

GMPi*SttPDE0^34jl|HI8-C»5:tW 

-So ±.^<D%mm 1 , 11, 15, 18, 19, 22, 



( 23 ) WmW-7 - 7 0 1 2 8 
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30, 31, 37. 41, 5 1, 63, 65. 6 7 & £ 
ZS 6 9 <Dik&%l<D I C S9 Mte, 1-10 nM^MI;* 
£>■ i^ff<7)##rl;:<};ntf, -tf^U^-Xh (Zaprinast)' 
<D I C S9 {Ite 2 0 0 n MT?&3„ 1. f /UtXhli, 
c GMPltSttPD E ©^tteDa&WfcWSflai*?** 
(TSaeki & I Saito, Biochemical Pharmacology, 46 
(5), p. 833-839, 1 993&$RB) . 



7 p > N^— y<D3^^ 
(51) Int. CI. 6 
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F I 



y*y2^ 2 5, i?-K7-. H , 



